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(57) Abstract: Compounds represented by the general 
formula (I) or pharmacologically acceptable salts 
thereof which have excellent effects of lowering neutral 
fat level and non-HDL cholesterol level in the blood, 
(|J inhibiting or suppressing the accumulation of neutral 
fat in the liver and protecting or ameliorating the liver 
function and, therefore, are useful as preventives or 
remedies for circulatory diseases such as hyperlipemia, 
arteriosclerosis, fatty liver and hepatitis. In said formula, wherein W represents oxygen, sulfur, methylene, etc.; R represents 
hydrogen, Ci. 6 alkyl or arylalkyl; R 1 and R 2 represent each alky I, halogeno, etc.; R 3 represents hydrogen, alkyl, halogeno, etc.; Y 
represents alkyl, -Q-T (wherein Q represents oxygen, methylene, hydroxymethylene, etc.; and T represents optionally substituted 
aryl, etc.); and Z represents hydrogen, alkoxy, etc. 
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wiB»jfe^ftjc*iriTfflVi6ns«fia--is^ (xx) ©fc&fc©*, re— 

10 (XXc) 0<ffr&&«, Tf2<£>X*-A2 3 fc«fc 0££tt5£Jt& 

3 




(He) 

(^+©L, R>> R 2 > R 3 , T 3 , W 3 , X 2 ££tfZH*ME£|w|i;ii*£ i b 
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O) 

xmi 

oc&m (xl 1 1) s^moitsya (xnn rthx 

(XL I I I) 

IS 2 

ft&nm« (xl 1 1 1 ) ^intfdM^^io«i 
-rs^tfc^D, fls^* (xx c) ##e>ns. 

g9IBi8^j£tr*ViTfflVi6n-5ttlB— JKiC (XX) ©^«G)+, TBI— 

tea (xx d) <Dfc&mt, mx\t, Tm<Dz*-&2 4\z&K>mnz>Km 



^-A2 4 




(^OL, Q 3 , R 1 , R 2 x R 3 * T> W^^tfZ^^ffa^Ct:'*^ 
(XL) ttfc*^U>*CD»li»K hUxf>Vy7>thU7;i' 

20 (XX d) #»£>tt£. 

(XVI) T?S$tlS^«l^ 4^«)^fcqiCT«»t* *t 
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L-O- 




(XLIV) 



tfttR-ttifc (XVI I I) TfSSnSflS^fttt, ^CD^^DTMitf 
5Ii^Tf§. huIB-ISS: (XX I) TfS^ns-fb^S, m-7 

OD31SJ&§»«Ojia**^K*ffllriT, Baeyer-V.i 1 1 igerl 

Newman £©7j?£ (J. Org. Chem. , Vol. 31, pp. 39 
80-3984 (1 96 6)) ClpClft 7 x 7 5 C t 

K&vmMTzztifi-e&z. twa-uiss (xxn x*mztiz><tGmz, 
m%.& -ma. 



-tifi~c&z>. mx\z, w^mmmT-e&zmm-^ (xvi n rmn 
-ma, (xvi i) T&tztizft&mt* 




(XLV) 
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(XLVI) 



R 2 



TXhDfbU ^IClcSUTM. S. N e wm a n e> ©7jS (J. Org. C 
hem. , Vol. 31, pp. 3980-3984 (1966)) CpDT 

awe— «5S (xxi i) xm-znzik&mz, '&m<D-%mzmvTm&?z> 
z\t&T%z>o mm-^ (xix) -?&ztiz>{b&to%, mm, x 

A^m^ tbxm ^xmmymmu \z & dmtcl^ 7$ j mzmk 

(xxxv) misftzfc&mt, mm~^ (xxxvn t 
$kisnz>itt>®%, mwtmom&mm** minimi- hot 

v7>it2^%z\t\z£D/\ntf>®;zntcm, bfrjL^mm, hvy 

xx^x y j y tKfoZ-#% z t \z J; D SSBTTS £ £^t#s 0 

*.fcf» Protective Groups in Organic Sy 
nthesisjT. W. Greene et a 1 . , Wiley (19 

99) {3fa®$tiT^D, K^mz^xmM.m^x^.m-r^z.t^x 
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5 m m. p-h^x>x^*> 

15 1. 6-vbHPtfU^>-3-'f^^S^ < fc^-^-Qi-T 1 (5* 
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T 2 (^4>CDQ 2 (j:t: h'a+y^^l/VS^l, T 2 tegj«£LT7.RI?g. 

#M*Wfc«, 0J*.tf, 4- C3- C (4-7Mn7x-jW th'D^ 
-4-hHo^>7x/^>] -3, 5-^Wn>7-UHE 
4- C3- C (4-7Mn7x^) -4-tFD^>7x; + 

-3, 5-^^D>7-'JKII, 4- (3- C (4-^DU7x- 
10 )V) kHn^^^W -4-bFD+->7x;^y] -3, 5-^^*7 
D>7— UFIfe. 4- C3 - C (4-^DP7x^JI/) pWW -4-bh'D 
^r->7i;^» -3, 5-'^WD>7-'JH», 4- C4-fcFn* 
v- 3 - (6-^V-l, 6-yt HDtfU^^-3— Ol^SMl/) 7i 
/ + >0 -3, 5-^fKD>7->JHg, 4- C4-tFD*v'-3- 
15 (4-xh7bHPtf7^;M^;0 7x/^'» -3, 5-y^f^7D> 
7^U Ft, 4- (4-fc HD^y- 3 - C2- (3-f h7bHD77- 
;p) x^;W 7x;+y) -3, 5-^^kd>7-'J hU 4- (4-' 

f 77W;V7x/3rv) -3, 5-y^Wn>7-'J 
HWOM^SU, #K:tt4- C 3 — C (4-7W07xZJV) t 
20 Fn^>^/K) -4-tFD^y7x/+y) -3, 5-y^fiKn>7 
-U Mfc, 4- C3- C (4-^aD7x^JW bh'D^y^fjH -4-t 
KD^>7x;+yj -3, 5-^fiWn>7-'J Ftt, 4- (4-bH 
D*i/-3-<77°Ot£;l/7x/=^>) -3, 5-^f;WO>7-UHi 

o*myi3ft*. n©j;5aa«atUTt4n^tf, ami. iststxi. »m f 
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fcRjEM, mmm, ®gm. mm. mm. mmm. mm<tm. mmi. m 
mm. %<m\. &mm. ®m®®Mf£Z<Dmm&mm®t®&m<& 
*fctt#f? • mmv. raffle wm-rs c tic* o «?* c t#*** m 

P«-*0«^rt A lH^DIIaUg-lOOmg ©iSHT, #M p«#© 
»^tt, tfAlBMSfcDfctao. Ug-30mgO«BT, -BSfcttftia 

10 

15 ###11 

U W^n§Hi8. 8mL^ij 7 A2 7g$M, -2 9*Mftl 
20 Tttttibfeo tii*.lmoI/L*»fcth"J7A*««, 7jc, tt&ftjft* 

1 H — NMR (CDC 1 3 ) 6 ppm : 

1.24 (6H. d, J=6.9Hz), 3.42 (1H, heptet, J=6. 9Hz). 5.08 (2H. s). 6.88- 
* 6.97 (2H m). 7.12-7.17 da *), 7.22-7.25 (1ft m ). 7.30-7.47 (SB, m) 

2, 6-v^>^;p^v7irh7^y> 
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: H— NMR (CDC 1 3 ) 6 p pm : 

2.50 (3H, s), 5.09 (4H, s), 6.60 (2H, d, J=8.4Hz), 7.19 (1H, t, J=8. 4H 
z), 7. 23-7.45 (10H, m) 

5 l—*>z?)Vtt 9 s-5, 6, 7, 8-f h7kHDt7^l/> 
1 H — NMR (CDC 1 3 ) 6 p pm : 

1.68-1.90 (4H, m), 2.60-2.90 (4H, m), 5.06 (2H, s), 6.65-6.78 (2H, m), 
6.98-7.12 (1H, m), 7.22-7. 53 (5H, m) 

10 ###J3 

2, 3, 6-h'J^OP-4-zFn7i;-;P 
2, 3, 6-h'J7DD7xy-^3. 5 8 g £ b U 1 5 mL 

JtSS^S**! 0 OmLtS^fl/>l 0 OmL^^^JElP^, £J&tC 

bfco n&nitmk&mnttfrt^^&vM&itv. 2, 3, 6-hj 

7DD-4--h07i;-Jl/3. 2 8g» 
1 H — NMR (CDC 1 3 ) <5 p pm : 
20 6.47 (1H, s), 8.01 (1H, s) 

2, 3, 6-hu^^-4-rhD7iy-;i/ 

25 ^-NMR (CDCI3) 5 ppm: 

2.24 (3H, s), 2.27 (3H, s), 2.42 (3H, s), 5.13 OH. s), 7.61 (1H, s) 

4-3-F- 3, 5-> ? /^-hD^>if> 
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15g£N, N-v*3^7-feh7S K3 OmLfcfcfrU HDftiJmi 
2. 3g*JWL 7;W>»HftTl5 0«CfcT3. SftHH^ft, Rj6fi 

KD^>if>5. 2 1 g£#fc. 
! H-NMR (CDC 1 3 ) d ppm: 
2.58 (6H, s), 7.89 (2H, s) 

10 

##0!I6 

4- 3— H- 3, 5-^^;i/T~U> 

4-3-H-3, 5-v^^~ho^>if>4. 5 8gSRKifjH5 
mU: ^ U •ftS* (IV) 4 5 8mgm WfcT***H«T# 
15 ffiT3WIW»bfc. *»**;5*U *tt*ttEEMBU 4-3-K-3, 

5- ^^;P7-U>4. 0 6gS#fc. 
'H-NMR (CDC 1 3 ) 6 ppm: 

2.37 (6H, s), 3.55 (2H, brs), 6.46 (2H, s) 

20 ##M7 

3 -m- NU;i/7°Dhf^->M^^;i/ 
3 - * >X7)W t H 8 . 77gi^y»'j^iH2mL 

H9. 9 9 g *Mfc#ttTJn*fc. 7^=f>»BB«TaaiCTHWWbfc. 

ftSIS, tt£8lfU 3-m- h*))V7>7V)Vm.* : 3-)Vl 0. 8gJ#fc c f# 
& tlfc 3 - m- h U )\>7 * U ;h»* ^ 6 . 2 8 g *If«X5F;p 2 0mLi:i 
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J£T-M#L£o W$j£3£U zmZUfrm^L, 3-m-bV)l~7u 
tf^>^5";V6. 3 0g£#L 
l H-NMR (CDC 1 3 ) 5 ppm: 

2.32 (3H, s), 2.62 (2H, t, J=7.9Hz), 2.91 (2H, t, J=7.9Hz), 3.67 (3H, 
5 s), 6.97-7.03 (3H, m), 7.13-7.21 (1H, m) 

8 

3-m-hU^oW>^fiH. 1 5 g tN-^D^X^v'W ^ H 
10 1. 3 2g^0MMil5mLi»U, 4 im»M^bfCo fcfoM&W 

£^«&£PfL ^i£«3*u zmzummmi;. ftsnrcMSrvu 

1 9mg^#L 
15 1 H — NMR (CD C 1 3 ) a ppm: 

3.21 (1H, dd. J=6. 1, 16.3Hz), 3.34 (1H, dd, J=9. 0, 16.3Hz), 3.71 (3H, 
s), 4.48 (2ft s), 5.38 (1H, dd, J=6. 1, 9.0Hz), 7.31-7.40 (3H, m), 7.44 
(1H, brs) 

20 ##0)J9 

(fh7kh*ok!7>-4-f 'Jf» ffftxfJI' 

*X*;iih'JXf;H 0. 7mL^fh7tFD77>l 5mL» 

25 7;^>^ffl^T6 0*CfcTHftiI#U&.- E^£*£»BE»8U 

ft ftfc«at £ "> U * y 5 A ? n •? h ify 7 j - (*ffi»J«E : ffttx^P 

2. 7 2g» 

X H — NMR (CD C 1 3 ) 6 ppm: 
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1.23-1.32 (3fl, b). 2.31-2.35 (2H, m), 3.00-3.05 (2H, m), 3.73-3.81 (4H, 
m), 4.11-4.20 (2H, m), 5.67-5.99 (1H, m) 

###g 1 0 

D77>15mL»U 1 0%^y^AmmmU (5 0%^7k,?D) 42 

4-xh^bHntf^-;Hp^x^3. 9 7g$#& t 
10 X H — NMR (CDC1,) 6 ppm: 

1.26 (3H, t, J=7. 1Hz), 1. 28-1.40 (2a m), 1.61-1.69 (2H, m), 1.96-2.07 
(1H, m), 2.21-2.28 (2H, m), 3.36-3.46 (2H, m), 3. 92-3. 97 (2ft m), 4.1 
4 (2H, q, J=7. 1Hz) 

15 

4-Tb7h Fot!7rjHlJfJl/3. 9 0 gf£X^/-;|/2 OraLil 
mo 1 /L7]cm'ft:7 v hU^A7KM2 OmL 7;l/3f>HH^T6 0<C 

Bis, 4-fh7tFDt7r;Hfi2. 2 3g» 0 
! H-NMR (CDC'lj) 6 p pm : 

1.31-1.43 (2H, m). 1.63-1.73 (2H, m), 1.97-2.10 (1H, m), 2. 27-2.32 (2H, 

25 m), -3.37-3.45 (2H, m), 3.91-3.99 (2H, m), 9.5-11.2 (1H, brs) 

mm\ 1 2 

4-fh7kHn bf ^x^y-tr^^ D U H 
4-fh7kKPk7rj|/ii2. 2 3g{:M?t-jl/3. 4mL^M. 
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X H-NMR (CDC1 3 ) 6 ppm: 
5 1.32-1.42 (2H, m), 1.64-1.73 (2H, m), 2. 05-2.20 (1H, m), 2.80-2.86 (21 
m), 3.37-3.46 (2H, ■), 3.92-4.01 (2H, m) 

1 3 

io p^s^i/T-fe^;^ a y h 

J H-NMR (CDC1 S ) <5 ppm: 

0.90-1.40 (5H, m), 1.59-2.00 (6H, id), 2.75 (2H, d, J=6. 9Hz) 
14 

15 Z-'OPJVtti'- 3-tl^n^>X7JVTk F 

3, 4-^kHP^^>X7;i'7 i t:Hl 7 5. 0gt»U^17 5. 

£Jfcfi£WC^>3W/n5 F 1 5 OmL^iTt. ifiT6HFIi#bfc. 
20 T?fe#U 4-^>^;^^S/-3-t:FD^r^>XT;V5 £ tFl 7 9. 0 
1 H — NMR (CDC 1 3 ) 6 ppm : 

5.21 (2H, s), 5.82 (1H, s), 7.04 (1H, d, J=8. 3Hz), 7. 33-7.52 (7H, m), 
9.84 OH, s) 

25 

1 5 

2 -^>J?;^'>- 5 - (1. 3-yt+V7>-2- f ;W 7x7-;l/ 

4 _^ > ^ ; j / ^i/_ 3 - 1 p D ^^>X7;Vx k P 2. 3 8 g £^>if 
>15mLC»^U Xfl/>^U3-^5. 5 7 g<hp- h;VX>7JU*> 
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>s>;M-*$/-5- (1, 3-^V7>-2-f;w 7x/-;i/2. 70 
5 g £#£0 

1 H— NMR (CDC 1 3 ) 8 p pm : 

3.96-4.04 (2H, m), 4.06-4.14 (2H, m), 5.12 (2H, s), 5.68 (1H, s), 5.73 
(IE s), 6.91 (1H, d, J=8.3Hz), 6. 96 (1H, dd, J=2. 0, 8. 3Hz), 7.08 (1H, 
d, J=2.0Hz), 7.33-7.45 (5H, m) 

10 

##011 1 6 

2- C4-^>^;P^->-3- (4-7MD7xy^» 7i-jW -1, 
3 -VxMrV^> 

2-^>V)V**>>- 5- (i, 3-v^y7>-2--rjw 7x;-ji/ 

15 5 0 6mg> ^kFD^y (4-7JI/tD7i^;W ^7>2 6 0mg, 

ffi (I I) 3 3 8mgmV+a7-y-774A (1/16) 5 0 Omg 
\zmk*W>l 9mLih'JxW5>l. 3 OmL£fl[];t, g^tT- 

7h^77>f- <J#miM : @mx^-^-t>->) JCTlfiSU 2- C4- 
20 ^>;>?;kt=^>- 3 - (4-7MD7x; + y) 7xrjW -1, 3-5**- 
*7^>3 5 6mg£#fco 
1 H — NMR (CDC 1 ,) 5 p pm : 

3. 95-4.05 (2E. m), 4.05-4.15 (2H, m). 5.10 (2H, s), 5.70 (1H, s), 6.85 
-7.05 (5a m), 7.10-7.40 (7a m) 

25 

##0<l 1 7 

4-^>> ? ;l/^->-3 - (4-7JVtD7x/^» ^>X7^ft H 

2- (4-^>^;i/^-^v-3- (4-7MD7x;^y) 7x"JW - 
1, 3-^V7>3 5 6mg§fh7hFD77>2 0mL»U 1 
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mo 1/LIK2 OmLZtinZ.. 7;W>*1«T6 0t:(CT3 0#W*#L 

4-^>^;i/^->-3- (4-7MD7x;+y) ^>X7^k H 3 4 
5 Omgftifc. 

'H-NMR (CDC 1 3 ) <5 ppm: 

5.20 (2H, s), 6.90-7.05 (4H, m), 7.13 (1H, d, J=8.4Hz), 7.22-7.38 (5H, 
in), 7.49 (1H, d, J=2.0Hz), 7.61 (1H, dd, J=2. 0, 8.4Hz), 9.88 (1H, s) 

10 ##$118 

kH 

Th7kHok7>-4-t-;i/7 1 7MLth'J7x-Jl/*X7^f>3. 
15g^f h7kh'D77>2 0mLI»U 7;i^>*H&TK:T, 
15 T4 0X^X5 t ;i/7!/^*;P#*5/7-"h©h;PX>#«E5. 4 4mL*<t7jC 
4 - ^>^;m^> - 3 - k Kn^^>X7Jl/rb H2. 2 9 gZHatt, 

» ICTtSL, 4-'<>P)V**r>>-3- (4-fh7kh*Dt:7r.J^ 
20 y) W7^TkFl. 16g*#fc. 
'H-NMR (CDClj) 6 ppm: 

1.80-1.90 (2H, m), 1.98-2.06 (2H, i), 3.53-3.58 (2H, m), 3.95-4.04 (2H, 
m), 4.52-4.61 (1H, m), 5.22 (2H, s), 7.05 (1H, d, J=8. 2Hz), 7.30-7.48 
(7H, m), 9.84 (1H, s) 

25 

1 9 

4-^>> ? ;U^~>-3- (4-7^D7i/^y) 7x/-^ 

4-^>^^v-3- (4-7MD7x;^y) ^>X7;pT : bH2 
4 Omg£^(b^U>l OmL(»t, j^zKiH^ HJ 3 7 5mg, 
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BLfZo #£ftfcBM£x^/~JP3mL»^U 2mol/L*t(bth 

io -TOx^;W £TM§3U 4-<>^;i/^^-3- (4-7MD7x; 

*V) 7i;-JH4 1mg» 
X H — NMR (CDC 1 3 ) 6 ppm: 

4.62 (1H, s), 5.02 (2H, s), 6.49 (1H, dd, J=3. 0, 8.8Hz), 6.52 (1H, d, 
J=3.0Hz), 6. 89 (1H, d, J=8. 8Hz), 6. 88-7. 03 (4H, m), 7.20-7.44 (5H, m) 

15 

2 0 

##0111 9 tmm(D^m\zxK), &rf<Dit^m^^,vrco 

4-^>>?;i/^v-3- (4-fb7t Fd^~;m-*v) 7xy-;u 
'H-NMR (CDC 1 3 ) 6 ppm : 
20 1.78-1.88 (2H, m), 1.95-2.04 (2H, m), 3.50-3.58 (2H, i), 3.95-4.02 (2H, 
i), 4.41-4.47 (1H, m), 4.69 (1H, s), 5.03 (2H, s), 6.35 (1H, dd, J=2. 9, 
8. 6Hz) , 6.50 (1H, d. J=2. 9Hz). 6.81 (1H, d, J=8. 6Hz), 7. 27-7.47 (5ft 
m) 

25 ###12 1 

vt^frtttuw^ mo- (2, 6-^^-4-zhD7xz;w 

2, 6-y^f^-4--hD7x/-^2 0. Og£N, N-^^^M 
M75H5mLI:iiU tfiWTh UXfP>y75>2 6. 8g, 5? 
/Wt*M^J^n»J K2 2. 2 g^Jn^t, 7 5*CT3 Ofrmm&V 



WO 01/85670 



PCT/JPOl/03499 



39 

tea ffifrte* 0 OmL^Jn^ 

^x^x-^;|/TM^ ftiiU s?^f;w*MSHSo- (2, 6 
- v^Jl/- 4 -X b D7xXJl/) 2 5. OgS^fc. 
1 H — NMR (CDC 1 3 ) 6 ppm : 
5 2.26 (6H, s), 3.41 (3H, s), 3.49 (3H, s), 7. 98 (2H, s) 

&mm 2 2 

V^VtttDVns. KifcS- (2, 6-^^-4--h07i-;i') 
PtrfrtttDMSP&O- (2, 6-y^fJl/-4--hD7x-Jl/) 
10 2 5. Og^l8 0tl:T», 1 0*WJJI#l,&. ttfrft, vpWI^^ 
^/UFIS- (2, 6-^f^-4--hD7xZJV) 2 5. Og$# 

fc. 

'H-NMR (CDC 1 3 ) 6 ppm: 

2.52 (6H, s), 3.02 (3H, brs), 3.19 (3H, brs), 7.99 (2H, s) 

15 

2 3 

2, 6-i?*9-)V-4--hW<>V>fjr-)i< 

y^^ftjtuP/UHfts- (2, 6 -v^;i/-4-- hD7x-;i/) 

2 5. 0g£2mo l/L3k&fc^bUtfAzKilF#2 0 OmLM^^/- 
20 JV2 0 0mLtiiU 9 O < CT6B#f 0 1»bfeo £JSfi£4fcK: 1 m 

o l/Ljft&sin&isttfcu »Kx?-;PT?aaibfc. *iwi*iift<da**c 

2, 6-y/^-4--hD^>t'>ft-;H 2. Og£#fc 0 
25 1 H — NMR (CDC 1 3 ) <5 p pm : 
2.43 (6H, s), 3.66 (1H, s), 7.91 (2H, s) 



##0!l2 4 

5- (2, 6-z?*?)V-4- 
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8 5gt^DD^JM ^;i/X-x;P 3 . 8 7 m L £igfl;* 3 1 1/ > 5 0 m L 

5 tSI:T2 0^FWim 3 0 OmL£Ki>o < 0jjn*, 

TM*tt»U WclfllT^S/^ATiaMI, mewl «&n^m« 
M^>5 0 mL fei^yi^x-r;!/ 5 mL }CTS$tfc. TOtJ^ 
A^>T^L. 5- (2, 6-^?;H4--M37x;^) 

1 H— NMR (CDC I 3 ) (5 ppm : 

2.20 (6ft s), 3.92 (3ft s), 6.93-7.16 (3ft m). 8.01 (2ft s), 10.40 (1 

H, s) 

15 ###J2 5 

X H — NMR (CDC1 3 ) 6 ppm: 

I. 27 (6H, d, J=6. 9Hz), 3.42 (1ft heptet, J=6.9Hz), 5.18 (2ft s), 7.01 
20 (1ft d, J=8.4Hz), 7.33-7.47 (5ft m), 7.69 (1ft dd, J=2. 1. 8. 4Hz), 7.80 

Oft d, J=2. 1Hz), 9.88 (1ft s). 

###12 6 

r-h^y^u^m^Ts (4 - 3 - -f y y d t;i/7xr 

25 )V) 

*M»T**|»5 5. 9mLC«niK2 0. 2mLft»Tl/fc.a6' 
I^CS^^l 8. 7 8g§iP;^ ^fchU7;^n|»34. 2mL^i 

4 5 0mL*±tf l - ^>JJM*->-2 - f V^D t?;i^>fe?> 1 0 0.5 
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wvtco KmrnGMzmizmmv, ym\z*$ s-)V2 5 omL> 1 o%mm 

&7kMj-b Ut7A7ki£?£2 OOmL, 2 MjN7 7MD*!)ict h U ^A7jc 

**i 2 5 omL&mxMz.. 2mmwhtc 0 tmmmmvtc^ ±w& 

MJET4 0 < CTi£*IU xh^j^O^lnfX (4-^>^^v- 3 
X H — NMR (CDC 1 3 ) 6 p pm : 

1.20 (12ft d, J=6. 9Hz), 3.35 (2H, heptet, J=6. 9Hz), 5.11 (4H, s), 6.95 
10 (2H, d, J=8. 9Hz), 7.26-7.53 (10H, m), 7. 69 (2H, d, J=2. 4Hz), 7.78 (2H, 
d, J=2.4, 8. 9Hz) 

###| 2 7 

15 ^hyyjv^rn^om^x (3 -7ir^;P- 2, 4-y^>m^'>7ir 
'H-NMR (CDC 1 3 ) 6 ppm : 

2.49 (6H, s). 4.98 (4H, s), 5.11 (4H, s), 6.73 (2H, d, J=9. 1Hz), 7.31- 
7.45 (20H, m). 7.48 (2H. d, J=9. 1Hz) 

20 

Th77Jl/tn^it^ (4-^>>?;i/^>'-5, 6, 7, 
1 H — NMR (CDC 1 3 ) 6 ppm : 

1.56-1.90 (8H, m), 2.56-2.90 (8H, m), 5. 08 (4H, s), 6.78 (2H, d, J =8. 9 
25 Hz), 7.17-7.58 (10H, m), 7.73 (2H, d, J =8. 9Hz) 

###12 8 

l-^>S>\>M-^>-4- (2, 6-^?;|/-4--hD7x/^» -5, 
6, 7, 8-fh7tHDt7^1/> 
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2, 6-^^^-4-ZhD7i/HR5mg, 7^77^0^! 
tf* (4-^>5>;fc**5/-5, 6, 7, 8-fh7bHn-l-t7fJV) 
0 Omg, 4mg§lfiHlM^?U>l OmLlC 

^;i/^v-4- (2, 6-y^?;l/-4--hn7i^y) -5, 6, 7, 
8-f h7kH0t7^l/>64. 4mg£#fc 0 
a H-NMR (CDC1 3 ) 6 ppm: 
10 1.70-1.94 (4H, m), 2.18 (6H, s), 2.68-2.95 (4H, m), 4.97 (2H, s), 5.94 
(1H, d, J=8. 8Hz). 6.48 (1H, d, J=8.8Hz), 7.20-7.50 (5H, m), 8.00 (2H, 
s) 

###J 2 9 

15 2 8 tmm<D^mz^ o , wrfoit^m^mbrzo 

4- (4-^>^;p^v-3-i-y7°ntf;i,7xy^v) -2, 3, 5-b 
'H-NMR (CDC 1 3 ) 6 p pm : 

1.22 (6H, d, J=6. 9Hz), 3.39 (1H. heptet, J=6.9Hz), 5.03 (2H, s), 6.42 
20 (1H. dd, J=3. 1, 8.8Hz). 6.78 (1H, d, J=8. 8Hz), 6.89 (1H, d, J=3. 1Hz), 
7.29-7.57 (5H, in), 7.95 (1H, s) 

4- U-1>*»[,***s-3-' fV^nif;i/7xy^'» -3, 5-y7D 

25 1 H — NMR (CDCI3) 5 ppm: 

1.22 (6H, d, 1=6. 9Hz), 3.40 OH, heptet, J=6.9Hz), 5.04 (2H, s), 6.43 
(1H. dd, 1=3.1, 8.9Hz), 6.80 (1H, d, J=8. 9Hz), 6.86 (1H, d, 1=3. 1Hz), 
7.32-7.46 (5H, m), 8.51 (2H, s) 
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4- (4-^>^M^y-3-fV^D^7x/^» -2, 3, 5-b 
1 H— NMR (CDC 1 3 ) <5 p pm : 

1.20 (6H, d, J=6.9Hz), 2.14 (3H, s), 2.15 (3H, s), 2.41 (3H, s), 3.38 
5 (1H, heptet. J=6.9Hz), 5.01 (2H, s), 6.28 (1H, dd, 1=3.1, 8. 8Hz), 6.74 
(1H, d, J=8.8Hz), 6.79 (1H, d, J=3. 1Hz), 7.28-7.47 (5H, m), 7.58 (1H, 
s) 

1- C2, 6-v^>v;i/^4 i v'-3- (2, 6-y^-4--hD7x 
10 7*5/) x^/> 

X H— NMR (CDC 1 3 ) 6 ppm: 

2.25 (6H, s), 2.45 (3H, s), 5.00 (2H, s), 5.21 (2R s), 6.23 (1H, d, J 
=9.0Hz), 6.50 (1H, d, J=9. 0Hz), 7.27-7.43 (8H, m), 7.43-7.47 (2H, m), 
8.02 (2H, s) 

15 

1 -^>v;i/^-=¥>/-4- (2, 3, 6-h'J^DP-4--hD7x;^r 
is) -5, 6, 7, 8-fh7tHDj-7^l/> 
X H— NMR (CDC 1 3 ) <5 ppm: 

1.77-1.88 (4H, i), 2.73-2.82 (2H, m), 2.87-2.93 (2H, m), 4.99 (2H, s), 
20 6.04 (1H, d, J=8. 8Hz), 6.53 (1H, d, J=8. 8Hz), 7.28-7.44 (5H, m), 7.94 
(1H, s) 

3 6 _ ( 5 _ ( 2 , 6-^^-4--hD7i;+y) -2- 

25 X H— NMR (CDC 1 3 ) 6 ppm: 

2.18 (6H, s), 3.77 (3H, s), 4.27 (2H, s), 6.51 (1H, dd, J=3. 1, 8. 9Hz), 
6.75 (1H, d, J=8. 9Hz), 6.78 (1H, d, J=3. 1 Hz), 7.30 (1H, d, J=8. 8Hz), 
7.38 (1H, d, J =8. 8Hz), 7.99 (2H, s) 
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mm 30 

1- C6-"*>$?;M-*S/-3- (2, 6-^^-4--hD7xy^ 
1- [2, 6-^>^t3->- 3 - (2, 6-y^;i,-4--hP7 

X;i/7^ H (7 : 3 : l).ffl£ttl OmL*^ Si&HT-^L&. £ 
lSS^*«ffijft«fb, #6nfc38»fc**jDA, ^^fl/>i?i{iiLL 

U 1- C6-"S>S?;kfr*^-3- (2, 6-y/^-4--hn 7l y 
! H-NMR (CDC 1 3 ) 6 p pm : 

2.24 (6H, s), 2.67 (3H, s), 5.07 (2H, s), 6.25 (1H, d, J=9. 0Hz), 6.43 
(1H, d, J=9.0Hz), 7. 33-7.45 (5H, i). 8.00 (2ft s), 13.67 (1H, s) 

3 1 

1- C6-^>^**3/-3- (2, 6-y^-4--hD7x^ 
v) -2-^ h^y7i-JW x^y> 

1- C6-^>^;^v-3- (2, 6-y7^-4--hD7x; + 
'» -2-kFD^/7irj|/] X^/>1. 81g^Th7tHD77>l 
5mLfc*#U *»T*»*^»7A1. 5 9gm, 39^^0. 5 

U #6nfc3Wfc|»i^3 0mLftlDA3 OfW«»Lfc. 
«<h331fcT3RMteSaHk 5*S«E»BU 1- (6-^>v;i^ 
(2, 6-^^-4--hD7x^y) -2-^^>7x 

x;io x*y>i. 8 7g$#ft, 

1 H — NMR (CDC 1 3 ) <5 p pm : 

2-23 (6H, s), 2.57 (3H, s). 4.02 (3H, s), 5.00 (2H, s), 6.20 (1H, d, J 
=9.0Hz), 6.48 OH, d, J=9.0Hz). 7.28-7.40 (5H, m). 8.02 (2ft s) 
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3 2 

1- C3- (4-757-2, 6-y^Wx;^y) - 6 -^>5?;i/*4=- 

5 1- [6-^>>VM-^>-3- (2, 6-^7^-4-^^71; + 
5/) -2-/b+v7i-JW X*/>1. 8 7g$Rilf;V5 0mLfci 
»U 5%S^-^MJi2 0 Omg^inA, MfCT**£B£T#mT? 6 
^fW^bfCo 3J££»JEifil&U 1 - C 3 - (4-75/ 

-2, 6-^Wi/^y) -6-^>yWy-2-/hty7ii 

10 M X?;>%1. 74g#fc. 

1 H— NMR (CDC 1 3 ) 6 ppm: 

2.12 (6H, s), 2. 55 (3H, s), 4.00 (3H, s), 4.98 (2ft s), 6.18 (1H, d, J 
=9. 0Hz), 6.45 (2H, brs), 6.47 (1H, d, J=9. 0Hz). 7.26-7.39 (5H, m) 

15 3 

1- C6-^>^;^+->-3- (4-v^>v ? ;v7^y- 2, 6-i?*?-)i 

7x/+5y) -2-* h*y7i-;W X^/> 

1- [3 - (4-757-2, 6-^Wi/+y) -6-^>^;M- 
+y-2-/h+y7xz;H x^/>:£l. 74g£N, N-v^^Jl/*;v 
20 A7$n0mL»U ^>y^7D5Fl. 6 2 mL, mMts U r>A 6 . 
1 4gR^«fc"5<fc*U^A2 2 6mgeDA, 7;M>3£H&T8 0*Cfc:T7 

25 » fcTfcKU 1- (6-^>->*;M-*v-3- (4-y^>^75/- 
2, 6-y^Wx;+y) - 2 h*->7xX;K) X*/>1. 35g 

1 H — NMR (CDCI3) 6 ppm: 

2.01 (6H, s), 2.54 (3H, s), 4.00 (3H, s), 4.60 (4H, s), 4.97 (2H, s), 



WO 01/85670 



PCT/JP01/03499 



46 

6.32 (1H, d, J=9.0Hz), 6.45 (1H, d, J=9.0Hz), 6.47 (2H, s), 7.22-7.38 
(15H, m) 

##M 3 4 

N, N-v^>v;i/-4-3-F-3, 5-v^^;i/7-U> 
1 H — NMR (CDC 1 3 ) 6 ppm: 

2.34 (6H, s), 4.59 (4H, s), 6.52 (2H, s), 7. 20-7.27 (6H, m), 7.27-7.35 
(4H, m) 

10 

##0ij 3 5 

(4-^>v;p^v- 3 — ivy°uM)V7^)V) (4-v^>>?;i/T$/ 
-2, 6-^^^;U7x-;i/) 

N, N-^>v;i/-4-3-H-3, 5-^^JK7-U> 6 5 9mg 
15 $^ifh7bFD77>5ml[:^l, -1 OCCCTl. 6M ter 
t -^)V^^^(Dn-^y^ymmi. 4 4mL£in*.£ 0 ^©^^10 

^w*#^> 4-^>^;m-*->- 3-- rvyatf;^>XTJUxtF3 9 2 

m g ©f h 7 k H □ 7 7 > 5 mL^^iTLfc, f©^*l 5#W«#&, 
IStT*#iSbfc. Rf&vg^^7KT«b, ^x^;Hr^£t5Lfco 111 
20 Sr^TK^mT^v^AT^m, ttJEttffiU (4 -OzS)l**z/- 3 - 
^yyutf;l/7x-;i/) (4-y^>^V7$;-2, 6-y7fJl/7xZ 

;W /^y-;i/9 6 4mg^#L 

X H — NMR (CDC 1 3 ) 6 ppm : 

1.17-1.28 (6H, m), 2.00 (1H, d, J=4.0Hz), 2.16 (6H, s), 3.34-3.44 OH, 
25 m), 4.61 (4H, s), 5.05 (2H. s), 6.22 OH, d, J=4. 0Hz), 6.44 (2H, s), 
6.80 (1H, d, J=8. 4Hz), 6.87-6.92 (1H, m), 7.22-7.46 (16H, m) 

###J 3 6 
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X H-NMR (CDC 1 3 ) d ppm: 

1.99 (1H d, J=3. 9Hz), 2.16 (6H, s), 3.79 (3H, s), 4.61 (4H. brs), 6.2 
5 1 (1H, d, J=3. 9Hz), 6.43 (2H, s), 6.82-6.86 (2H, m), 7.18-7.36 (12H, 
m) 

C4-^>^;i/^v- 3- (4-7Mn7x/ + y) 7x^W (4-S> 
^>V)l7^/-2, 6-y^fJ1^7x-JW %9J-)\ 
10 X H — NMR (CDC 1 3 ) 6 ppm: 

1.96 (1H, d, J=3. 8Hz), 2.14 (6H, s), 4.60 (4H, s), 5.04 (2H, s), 6.17 
(1H, d, J=3. 8Hz). 6.40 (2H, s), 6.82-6.88 (2H, m), 6.90-7.00 (4ft m), 
7.06 (IE d, 1=1. 1Hz), 7.14-7.38 (15H, m) 

15 [4-^>^;i/^'>- 3- (4-Th7tFnk c 7^my) 7x~;H 
(4-^>^;i/7^y-2, 6-y/fJl/7x-JW **?J~)V 
1 H — NMR (ODClj) <5 ppm: 

1. 73-1.83 (2H, m), 1. 89-1.96 (2H, in), 2.12 (1H, brs), 2.13 (6H, s), 3. 
43-3. 50 (2H, m). 3. 93-3. 99 (2E m). 4.39-4.44 (1H, m), 4.60 (4H, s). 5. 
20 07 (2H, s), 6.16 (1H, d, J=3. 2Hz), 6.42 (2H, s), 6. 72-6. 76 (1H, m), 6. 
84-6.86 (1H, m), 7.01-7.03 (1H, m), 7.22-7.37 (13H, m), 7.39-7.44 (2H, 
m) 

3 7 

25 4 - [4-^>^;M-+v-3- (4-7MD7x;^-» :7x/3PS/) - 
3, 5-y?^^nhn^>if> 

4-^>^;i/^v- 3- (4-7Mn7x/^y) 7x;-jH4 1m 
g<h4-^PD-3, S-y^fJk-hD^Ot'VlOlmgSN, N-i?* 



WO 01/85670 



PCT/JP01/03499 



48 

Hffl^Ti 5o , CKT-Hj&8g#bfco R^m^m^x^L. mm^^x 
mttiLfco %mm%7K nm^yKxm^mwL, imit^v^^ 
m&mmv, #&n^$$y'j^ni^D?h^77^- mm 
mm:^D->-mwt^)V) kites u 4- u-*>v)v**>>-z- 

5 (4-7^tD7i; + -» 7i/^» -3, 5 -VtJ-fr— hD^>if> 
12 7mg£#fc 0 
X H— NMR (CDC 1 3 ) 6 p pm : 

2.20 (6H, s), 5.01 (2H, s), 6.36 (1H, dd. J=3. 0, 9.0Hz), 6.52 (1H, d, 
J=3.0Hz), 6.85-6.95 (3H, m), 6.95-7.02 (2H, m), 7.17-7.20 (2H, m), 7. 2 
10 3-7.31 (3a m), 7. 98 (2H, s) 

3 8 

4- [4-0^)1**^-3- (4-^h^h HDt!7-jV^'» 7x7 
15 *>0 -3, 5-^^^;i/r:hD^>if> 
l H-NMR (CDC 1 3 ) <5 ppm: 

1.75-1.85 (2H, m), 1.95-2.00 (2H, m), 2.21 (6H. s), 3.50-3.56 (2H. m), 
3.95-4.02 (2H, m), 4.42-4.48 (1H, m), 5.04 (2H, s), 6.12 (1H, dd, J=3. 
0, 8. 8Hz), 6.55 (1H, d, J=3. 0Hz), 6.81 (1H, d, J=8. 8Hz), 7.28-7.44 (5H, 
20 m), 7.99 (2H. s) 

##0tj 3 9 

(4-^>v;^+->- 3— ry^Dk°;U7x^) (4-v^>^;io^/ 

-2, 6--J^)Vy^~)V) *$J> 
25 (4-^>^;i/^v-3— rV7°Ot°;i/7xnJI/) (4-v^>v;P7$ 
J -2, 6-^7fJV7iZJW ^^y-;P8 5 8mg^4|{b^^l/>l Om 
LfcJ&fcU -Mr?>;tf>5. 3 6g&iD*., ^M^T3BF B mt<a^L 

d^7x^;v) (4-v^>$;;i,7$y-2, 6-^*^;p:7x-;p) 
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y>7 3 6mg«„ 

1 H — NMR (CDC 1 3 ) 6 ppm : 

1.25 (6H, d, J=6. 9Hz), 2.02 (6H, s), 3.39 (1H. heptet, J=6.9Hz), 4.64 
(4H, s), 5.13 (2H, s), 6.44 (2H. s), 6.85 (1H, d, J=8. 6Hz), 7.23-7.45 
5 (15H, m), 7.50 (1H, dd, J=2. 0, 8. 6Hz), 7.91 (1H, d, J=2. 0Hz) 

#%#I4 0 

6- [5- (2, 6-y7^-4--hn7i/^» -2-;*h*v^> 
5>;M -2H-tfU^v>-3-^> 
10 6- C5- (2, 6-y^-4--hD7xy^» -2 

-*h*v^>^;i/) tfU^>i. 3 7gl:B»th'J^5 0mgiB» 

mLSrJjn*., 3 0^f«im V>ttttiJbfc. tll^lmo 

15 MJE**8U 6- [5- (2, 6 4 h D 

7x/3^» -2-^h^v^s>v;W -2H-tfU^v>-3-^>2 9 0 

l H-NMR (CDC1 3 ) <5 ppm: 

2.19 (6H, s), 3.78 (3H, s), 3.86 (2H, s), 6.50 (1H, dd, J=2. 8, 8.8Hz), 

20 6.68 OH, d, J=2. 8Hz), 6.75 (1H, d. J=8. 8 Hz), 6.83-6.87 (1H, m), 7.1 
4-7.18 (1H, m), 8.00 (2H, s) 

###14 1 

6- [5- (2, 6-^f^-4--HD7iy^y) -2-tFD^M 
25 >V)V\ -2H-lfiJ^>-3-t> 

6- [5- (2, 6-y^f;h4--hD7x;^y) 
>v;W -2H-hfU^>-3-^>2 9 Omg&BHfel OmLK**U 
4 8 1 OmLSitl*., 7;P=f>»HftT2 BIHUPtHaaEUfc. JR 
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- C5- (2, 6-^^-4-^hD7x;+y) -2-tHD^M> 

-2H-HU^>-3-^->^l 3 9mg#fco 
1 H — NMR (CDC 1 3 + CD 3 OD) 5 ppm: 
5 2.19 (6H, s), 3.86 (2H, s), 6.44 (1H, dd, J=3. 0, 8.8Hz), 6.61 (1H, d, 
J=3. 0Hz), 6.73 (IE d, J=8. 8Hz), . 6. 86-6. 92 (1H, a), 7.25-7.32 (IE m), 
7.99 (2H, s) 

10 5- (2, 6-y^-4--hD7i/^) -2-hh'D^>X7 

5- (2, 6-y7^-4--hD7x/=1ry) - 2 h3rv"*>XX 
^TkF5. 5 6 g£j^t^l/>4 0 OmLfcilfi, M^TlMHl 
W7fl<Z)^b^^^>^9 5mL£iSTFU SSI:T2 4^»lfc. 

«JE«*gU 5- (2, 6-y/^-4--bn7x/^» -2- 
t H D+^>X7Jlrt H 4. 5 1 g 
X H-NMR (CDC 1 3 ) 5 ppm: 
20 2.23 (6H, s), 6,77 (1H, d, J=3. 0Hz), 6.98 (1H, d, J=9. 1Hz), 7.10 (1H, 
dd, J=9. 1, 3.0Hz), 8.04 (2H, s), 9. 75. (IE s), 10. 72 (1H, s) 

##094 3 

2-^>v;^3rv-5- (2, 6-y^-4--hD7x/^» 1> 
25 X7)W\i F 

5- (2, 6-y^^-4-rhD7i;+y) -2-tFD^>7' 
7;i/xfcF4. 8 5gi*R*U^A2". 3 3g£N, N-^7^»K7 
5F25mL!:ai>, *#T*#b£. ^»f^>y^7DS F2. 
4 0mL*«TU MT?2 4«fflB«#bfc. £^£ttK:ffiglft&ftl*Jttt 
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-5- (2, 6-^fil/-4-ZhP7x^y) ^>X7JVft:H6. 2 

5 0 g znfro 

'H-NMR (CDClj) 6 ppm: 

2.19 (6ft s), 5.17 (2H, s), 6.97-7.15 (3H, m), 7.30-7.50 (5ft m), 8.01 
(2ft s), 10.47 (1H, s) 

io 4 4 

C2-^>^;^*5/-5— (2, 6-^^-4-^hD7i/^y) 7 

%HfcT7m<kfc 1 ?%i'hV i y&6 6 2mg^fh7kh'D77>2 OmLfc 
»U 2 5 - (2, 6-^?jV-4--hn7i;^ 

15 i/) ^>XT;^fcF6. 6gmfeft, ^^/-M5mLiT.l, ^& 
T?6P*IRHtJ*Lfc. E*S^fc#«*;ta*JMfcfcU IfflfcX^Tjftfflb 

U C2-^>S^**->- 5- (2, 6-^5 : Jl/-4--hD7x;^ 

~» 7x-jw ;*^y-;p6. 5 0g§#&. 

20 ^-NMR (CDClj) (5 ppm: 

2.21 (6H, s), 4.67 (2H, s), 5.06 (2H. s), 6.55 (1H, dd, J=3. 1, 8. 8Hz), 
6.77-6.88 (2H, m), 7.31-7.47 (5H, m), 8.00 (2H, s) 

###J4 5 

[5 - (2, 6-y/fJl/-4-ZbD7i/^y) -2-^h*v7x^ 
1 H — NMR (CDC 1 s ) 6 p pm : 

2.21 (6H, s), 2.28 (1H, t, J=5. 3Hz), 3.83 (3H, s), 4.63 (2ft d, J=5. 3H 
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z), 6.56 (1H, dd, J=3. 1, 8.9Hz), 6.76 (1H, d, J=8.9Hz), 6.78 (IE d, J 
=3. 1Hz), 8. 01 (2ft s) 

###|4 6 

5 2-^>^;P^^-5- (2, 6-^^l/-4--hD7x;+y) ^> 
a U F 

[2-^>^;M-*5>-5- (2, 6-v^^;i/-4-Zihn7xy^v) 
7x~;K) ^37/-;i/9 5 Omg$ylfJH-fil/3 OmLI:« tJc# 

*z/-5- (2, 6-y7^-4-^hD7x/ + y) ^>y;^DUK8 
4 5mgl#L 

1 H— NMR (CDC 1 3 ) 6 p pm : 
15 2.21 (6H, s), 4.62 (2H. s), 5.08 (2H, s), 6.60 (1H, dd, J=3. 1, 8. 9Hz), 
6.79-6.89 (2H, m), 7.30-7.47 (5H, m), 8.01 (2H, s) 

###14 7 

###h 6 tmrnv-fimzi: v , uToit&mz&j&Lrzo 

20 5 - (2, 6 -y^^l/-4--hD7x;^y) - 2 - *h*i"<yV)l>>7 
D'JH 

X H — NMR (CDC 1 3 ) 6 p pm : 

2.21 (6H, s), 3.84 (3H, s), 4.58 (2H, s), 6.62 (1H, dd, J=3. 1, 8. 9Hz), 
6.78 (1H, d, J=8. 9Hz), 6.83 (1H, d, J=3. 1Hz), 8.01 (2H, s) 

25 

###14 8 

C2-^>v J ;i/^v- 5- (2, 6-y7fJV-4-rhn7i7^y) ^ 

2-^>v;i/^sy- 5- (2, 6-^w-4--hD7x;4 : y) ^ 
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>5WnUF5. 22gtNU7irM77^>6. 0g£h;Wx>10 
^X-fJ«tbT, C2-^>^;p^v-5- (2, 6-^^-4 

--hn7z;^» HU7x-;p*^*-»>A^nuH6. 47 

5 gSftft. 

'H-NMR (DMSO-d 6 ) 5 ppm: 

1.95 (6H, s), 4.60 (2H, s), 4.93 (2H, d, J=14. 9Hz), 6.23-6.33 (1H, m), 
6.89-7.02 (2H, m), 7.10-7.18 (2H, m), 7.27-7.38 (3H, a). 7.46-7.70 (1 
2H,m), 7.79-7.92 (3H, m), 8.04 (2H, s) 

10 

##0!J4 9 

C5- (2, 6-y^fJ|/-4-ZhD7i7^y) ~2-^h^v^>v 

15 J H — NMR (CDC 1 3 ) 6 ppm: 

2.03 (6H, s), 3.19 (3H, s), 5.47 (2H, d, J=14.4Hz), 6.50-6.54 (1H, m), 
6.64-6.67 (1H, m), 6.70-6.73 (1H, m), 7.56-7.62 (6H, m), 7.67-7.78 (9 
H,. m), 7. 90 (2H. s) 

20 5 0 

4- (2-^>^;t^>-5- (2, 6-^fj|.-4--h07i^ 
; y) ^>7'Jf» ^h^hFntf^> 

C2-^>v;P^«>-5- (2, 6-y^-4--hD7i;^» 
^>v;i/) h U 7i"WXfc9A^ DUH50 Omg$y^?MjW 
25 vK5 OmL ^tT 7 J<m^ h U 3 Omg^M, 1 5# 
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g : A*tf>-H*x:f;W T««U 4- (2 5- (2 , 
0 2mg» 

1 H — NMR (CDC 1 3 ) 6 p pm : 
5 2.21 (6H, s), 2.31-2.44 (4H, m), 3.61 (2ft t, J=5. 5Hz), 3.75 (2ft I, J 
=5. 5Hz), 5.03 (2ft s). 6.33 (1ft s), 6.47 (1ft dd. J=3. 1Hz, 8. 9Hz), 6. 
60 (IB. d, J=3.1Hz), 6. 80 (lft d, J=8. 9Hz), 7.26-7.48 (5H, m), 8 00 (2 
ft s) 

10 ###|5 1 

4- [4-*h^>-3- (2-*h*><Z^))V) 7i/+y] -3, 5- 
1 H — NMR (CDC 1 3 ) 6 p pm : 

2.00 (6H, s). 3.69 (3ft s), 3.83 (3ft s), 6.17 (1H, d. J=3.0H Z ), 6.63- 
6.75 (5ft m), 6.80-6.84 (1ft m), 6.93-6.98 (1ft m), 7.11-7.16 (1H. m) 
7.81 (2ft s) 



15 



20 



25 



###l 5 2 

4- (4-X=-y-2, - 2 - [2- (3-^h^ 

^ 7)V7 U ;P h U 7 x - V A? O $F3 7 6mg$fh7hKn7 

7>2 0mL(:li^ ifitiTte r t-?M^;&U*Al 1 2mg§ 

tux. i5ftmw.wvrc 0 Kmm^m\z2 5 - ( 2 , 6 - 

^^-4--ho 7 x^y) ^>X7^TtK2 5 0mgm, gg 
*:^#>-MlfW T»«U tU7O#2 0 5mg» ( #& 
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T*ffiT?2 4»W»bfc. 3tt£ttEEftJBU ft&nfc» 

tiilT, 4- 6-^^7x/^» -2- 

C2- (3— 7h7tHD77-;W x^W 7i/-;H2 0mg» o 
X H — NMR (CDC1 S ) <5 ppm: 

1. 48-1.74 (3H, a), 1.98-2.12 (7Rm), 2.14-2.27 (1H, m), 2.48-2.66 (2H, 
m), 3.33-3.42 (1H. m), 3.53 (2H, brs), 3.69-3.79 (1H, m), 3.81-3.96 (2 
H, m), 5.05-5.30 (1H, m), 6.32 (1H, dd, J=2. 8, 8. 7Hz), 6.39-6.52 (3H, 
m), 6.60 (1H, d, J=2. 8Hz) 

5 3 

4- (4~^>zS)V**zs-3 — fV7°nt>7x-MJP77^) -3, 

5- y7?JV7-'J> 

2, 6-v><^;U-4-XhD^>-if>^-^6. Og, rrh^^D 

tf^mtfx (4-^>v;i/^v-3--ry^pif;j/7xx;i/) b-fx^a 
28. 3g, »*2. 7 1 gSMCTlj^f 1/>1 0 OmLMSt, 

£U 5iR£«jE»ffil,fc B H5nfeSfiS»ii^3 0 OmLl:j|))¥ft, 
lmo l/LM lmo l/L7jc^b7"hU^A7jcM, ISfP^TKS^- h 

-;H 0 0mLMi^2 OmL0lMirj«b> >X^T 1 0%A'^ 
2. 0g^HI{C5r^Tin^, ^CT*^J|ffl|rraBET2 

4^i#b^c *K£ttEE*jgu ftsn&afitsirafcx 
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4- (4-*?>$>;w-*$/-3— rv^otf;P7x-;^;i,7T-;P) -3, 

5- ^^;U7-U>3. 7 1g|#t 
1 H— NMR (CDC 1 3 ) <5 p pm : 

1.16 (6H, d, J=6.9Hz), 2.34 (6H. s), 3.32 (1H. heptet, J=6.9Hz). 3.67 
(2H, brs). 4.98 (2H, s), 6.49 (2H, s). 6.57 (IE dd, J=2. 0, 8. 5Hz), 6. 
70 (1H. d, J=8.5Hz), 6.96 (1H, d, J=2. 0Hz), 7.26-7.50 (5H. m) 

##M 5 4 

C5- (2, 6-y^- 4 -ZhD7i/^ 

2-->^p^\+i/;{,-i- C5- (2, 6-y^jl/-4--hD7x/^ 
>0 -2-^h^y7x-;H X^/> 

3, 5 -p^)V-4- (4 -p< h+y7xy^y) Xhnt>1£> 5. 

aJUc777ya>i?)0. 6 9g©2-y^DA^yjhl - [5- (2, 
6~^^-4--hP7x;^y) -2-tHD+y7x-JW X^ y > 
tlMUc777^3>j;0 2. 74g02-^D^>jKl- 
C5- (2, 6-y^^-4--bD7x; + y) -2-* ^ y7l - 

2-S/^D^*S/;ir-l- C5- (2, 6-y^-4--hD7xy + 

v) -2-kHn^y7x-JW x^y> 
'H-NMR (CDC 1 3 ) 6 p pm : 

0.77-1.35 (5H, n), 1.60-1.95 (6H, m), 2.23 (6H, s), 2.67 (2H, d, J=6. 7 
Hz), 6.84-7.00 (2E m), 7.07 (1H. d, J=2. 6Hz). 8.04 (2H. s), 12.07 (1H, 
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s) 

[5- (2, 6-y^^-4-^hD7x; + 
>•) -2-* h^y7x^JW X^y> 
1 H — NMR (CDC 1 a ) d ppm: 
5 0.88-1.35 (5H, m), 1.45-2.00 (6H, m), 2.20 (6H, s), 2.81 (2H, d, J=6. 7 
Hz), 3.86 (3H, s), 6.82 (1H, dd, 1=3.1, 9.0Hz), 6.87 (1H, d, J=9. 0Hz), 
7.01 (1H, d, J=3. 1Hz), 8.00 (2H, s) 

###J 5 5 

io 5 4 tmn<Djjmz£Q. ^xr<Di^m^^t^ 

[5 - (2, 6-^f;P-4-rbD7x/^y) - 2- ^h^y7x- 
)V) (2-/h+y7x-iV) /^7> 
1 H — NMR (CDC 1 3 ) 6 ppm: 

2.22 (6H, s), 3.60 (3H, s), 3.66 (3H, s), 6.77-6.84 (2H, m), 6.88-6.93 
15 (2H, m), 6.96-7.03 (1H, m), 7.40-7.47 (1H, m), 7.51-7.55 (1H, m), 7.9 
9 (2H, s) 

5 6 

C5- (2, 6-y^-4--hD7x;^y) -2-tFn^y7x- 
20 M (2-^h+y7x^I/) ^^/> 

C5- (2, 6-y^-4--hD7x/^y) -2-th*D^>7x- 
;W (2-kFD+y7x^W *$jy 

[5- (2, 6-y^^-4--hn7i/+y) -2-/^y7x- 
M (2-^h^y7xZJW ^^;>1. 0 1 z^WG^VyZ OmLKl 
25 #3&»U 1 MHtftiK^JlSCM^f 1 2mL£«rFbfcffe* 

ISCT-iWlfe. RJfcfi'&tt**;^ 0 OmLtl^fl/yS OmL 
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fcTfffiU [5 - (2, 6-^^-4--hD7iy^y) - 2 - h F 
D^r->7x-JW (2-^h^^/7iZ;V) *?S>t [5- (2, 6~v* 
^-4--hD7x;+y) -2-hHo^y7x"JH (2-kHn^> 
5 7xz;W ^^y>Oii^#| (3 8 : 6 2) 1 4 8mg£#£o 

(5- (2, 6-v75 1 Jl'-4-Zbn7x;+y) -2-tFn^y7i" 

M (2-*h*v7xx;W 

1 H— NMR (CDC 1 3 ) 6 ppm : 

2.23 (6H, s), 3.73 (3H, s), 6.72 OH, d, J=3.0Hz), 6.78-6.86 (2H, m), 
10 6. 87-7.05 (2H. m), 7.27-7.32 (1H, m), 7.43-7.53 (1H, m), 8.00 (2R s). 
11.99 (1H, s) 

C5- (2, 6-^Jl,-4-rhD7x/^y) -2-kFD+y7x- 
)V) (2-kHD*y7x^) **?jy 
1 H — NMR (CDC 1 3 ) 6 ppm : 
15 2.23 (6H, s), 6.77-6.92 (2H, m), 6.95-7.06 (3H, m), 7. 39-7.54 (2H, m), 
8.00 (2H, s), 10. 08 (1H, s), 10.60 (1H, s) 

###| 5 7 

2 - y^n^yJl,- 1 - [5- (2, 6-^^-4-ZhD7x;=lr 
20 v) -2-kFD^y7x-JW X3?y*> 

2 -y^DA^^- 1 - (5- (2, 6-^^Jk-4--hD7i; + 
=/) -2-/h^>7xZjW X^/>2. 6 2g^»fI/>10 0raL 

- (5- (2, 6-y^^-4-ZhD7i/+y) -2-kHD+y7x 
-Jl) X^7>2. 4 5g» 
1 H — NMR (CDCI3) 6 ppm: 
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0.77-1.35 (5H, m), 1. 60-1/95 (6H ( m), 2.23 (6H, s), 2.67 (2H, d, J =6. 7 
Hz), 6.84-7.00 (2H, m), 7.07 (1H. d, J=2. 6Hz), 8.04 (2H, s), 12.07 (1H, 
s) 

#%#I5 8 

2- (2-x^p^\+v;px^;W -4- (2, 6-^^-4^- bay 

2-v^D^^v;W- 1- (5- (2, 6-v7^-4--hD7x;^ 
-2-hHD+y7i-jW X^7>2. 6 Og£i&fb*^U>5 OmL 
izmffife. ^Um&T b U 7;M-DB« lOmL^h UX^>7>5 . 
5mLS«Tb, MKT2 4l*WaH$L&. EJ6ffl£*&£;JcT*&&U itl? 

*^'M7A^D7h^77^- (igffliSJi : 'N+U^-fj&X^lO T»S5[ 
U 2- (2-'>^PA^>/;i/X5 1 ;i/) -4- (2, 6-v^^-4-"h 

uyx.;*>>) 7i/-^2. og£#fc„ 

X H — NMR (CDC 1 3 ) 6 ppm : 

0.80-1. 01 (2H, m), 1.07-1.35 (4H, m), 1. 37-1. 50 (2H, m), 1. 57-1. 80 (5H, 
m), 2.21 (6H. s), 2.45-2.60 (2H, m), 4.56 (1H. s), 6.39 (1H, dd. J=3. 0, 
8.6Hz). 6.53 (1H, d, J=3.0Hz), 6.65 (1H, d, J=8. 6Hz), 8.00 (2H, s) 

5 9 

4- (2, 6-y^fJP-4--hD7i;^y) -2- [2- (4— rh? 
bHnt!7x;W x^;io 7x;-;p 
l H-NMR (CDC1 3 ) 6 ppm: 

1.27-1.38 C2H. m), 1.47-1.56 (3H, m), 1.61-1.68 (2H, 1), 2.21 (6H, s). 
2.53-2.60 (2H, m). 3.32-3.40 (2H, m), 3.93-3.99 (2H, m), 4. 62 (1H, s), 
6.38 (1H, dd, J=3.0, 8.6Hz), 6.56 (1H, d, J=3. 0Hz), 6.63 (1H, d, J=8. 
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6Hz), 8.00 (2H. s) 
##fd6 0 

2- [6-^>^;i,^5/-3- (4-^>^;i/7^7-2, 6-v*3M!/ 
7^>1 0 OmLKi&^U 7;io>Jf ffljrF- 7 8C(CT1. 14M^?iP 

io * 3 o»mtmt. &feMit®*®~D< DafiSf«b&. 

ttBEftl&U 2- C6-^>>?;i/^v-3- (4-^>^;i/75y-2, 
6-'^^7i;+*» -2-^^y7irjW ynA°>-2-^--;H. 
15 3 7g£#&„ 

'H-NMR (CDC 1 3 ) 6 ppm : 

1.72 (6H, s). 2.02 (6H, s), 4.03 (3H, s), 4.61 (4H, s), 5.00 (2H, s), 
6.25 (1H, d, J=9. 1Hz), 6.47 (2H, s), 6.53 (1H. d, J=9. 1Hz), 7.22-7.42 
(15H, m) 

20 

6 1 

N, N->^>v;U- C4- (4-^>^;i/^v-3— TV7°0^x;|/-2 
-^h^^y^y^zy) -3, y-\)y 
2- C6-^>^^->-3- (4-v^>v>7^7-2, 
25 ^7i;^y) -2-^h^>7i~;W A*>- 2 ;H . 3 7g£ 
»?l/>2 0mL^l, MlOmLm $b<2 0#F*1fl£# 

2mo l/LTK^b^-hU^A?^^ £§^:fe&7fcTJi;&&#U fczk«ft»T' 
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-3, 5->^;W 7-U>8 9 8mg» 0 
1 H — NMR (CDC 1 3 ) 6 p pm : 
5 2. 03 (6H, s), 2.12 (3H, s), 3. 95 (3H, s), 4.60 (4H, s), 4.97 (2H, s), 
4.99 (1H, s), 5.35 (1H, s), 6.22 (1H, d, J=9.0Hz), 6. 44 (1H, d, J=9. OH 
z), 6:47 (2H, s), 7.23-7.44 (15ft m) 

###16 2 

10 4- (2, 6-^^-4--hD7x7^y) 7i/-Jl/ 

4- (4-* h=^>:7x/^» -3, 5 - h 0^>if > 2 0 3 

mg^mity< : ^U>2 SmLIC^L, - 7 8tCTlMHM*7iOlfk 

)XtK5 0mL(Cin^> ll$IHHft#l/fc«, £^^£m{b*^l/>T&ffit, 

^l/>i:^^+f->^T^^l^ 4- (2, 6-y7f;|/-4--hD7x/ 
+y) 7xy-^8 4mg^#fc. 
a H — NMR (CDC 1 3 ) 6 ppm: 
20 2.21 (6H, s), 4.49 (1H, s), 6. 58-6.65 (2H, m), 6. 72-6.78 (2H, m), 8. 00 
(2ft s) 

6 3 

3- [3- (4- (2, 6-v^-4--h07xy^» 7i/^ 

25 9-M 7x-;H TZV)m*^)V 

4- (2, 6-y^^-4--hD7x; + y) 7xy-JH 0 Omg t 
3-^P ; E-3- (3-7Dt^^l/7x-^) 7°Dtf^>^^^5 1 4m 
gmh>4 0mL»L > Ifcitfj U 7 0 Omg 3BmtoM 
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10 



15 



20 



25 



*»X5^-^*tf» fc T *«U 3- C3- [4- (2, 6-^^- 
1 H — NMR (CDC 1 3 ) 6 ppm : 

2- 21 (6H. s), 3.81 (3H, s), 5.02 (2H, s), 6.46 (1H, d, J=16. 0Hz), 6.65 
-6.80 (2ft m), 6.85-6.90 (2ft m), 7.37-7. 50 (3ft m), 7.57 (1ft brs), 7 
70(1H, d, J=16.0Hz), 8.00 (2ft s) 

6 4 

3- C3- [5- (2, 6-^^-4--h07x/^y) — 2 — h F D 

3- C3- C4- (2, 6-^^-4-ZhD7i^y) 7 x^y 
7x-;W 7^JM^6 0 0mg(:h.j7UDii4mL$ 

tax., -flftmiMi«L>t D Bttm&bKmaBm*** b u 7A«<j;^ 
x^tjDA, muizTimmmwvrc. R*>mt&*»mL* 7xs§p^x 
*WT*mu&. nnft**Ttt»u iMiY^y^ 

«EW»l/&- #5nfciS$y'j^M^^Th/f77 
(iMI:SHi^-^» fcT*«U 3-C3-C5-C2. 
6-y^-4-rhD7x^y) -2-hHD^> WM 
JW 7^>J^^2 0 4mg*fffc. 
'H-NMR (CDC 1 3 ) 6 ppm: 

2.19 (6H. ,). 3.81 (3ft s), 3.94 (2ft s), 6.38 (1ft d, J=16.0Hz), 6.45 
(1H. dd, J=3.0,. 8.7Hz), 6.56 (1ft d, J=3. 0Hz), 6.68 (1H, d, J=8. 7Hz), 
7.18-7.40 (4ft m), 7.64 (1ft d, J=16. 0Hz), 7.98 (2ft s) 

mmm 6 5 

3- C3- (5- (4-7^7-2, 6-^^ 7 xy^y) -2-tKO 
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3- [3 - C5- (2, 6-W^-4-~hn7i/^» -2-kK 
D*>/^>>M10 7i-JW 7^U;H^V2 0 4mg§fh7tHD77 
>3 OmLt^U 2mo 1 /L7kM{bxHJ££7jc$$2mL£3in;^ 7 

2 mo i/L»&un^, »»x^;i/-eifttau&. **Ji*l&»*4t*. 

TifefrU fc7RS»T^*5/*AT«ji«, »£E»KU 3- C3- C5- 

(2, 6-^fJV-4-^ha7i;^» -2-kFo^>yJW7 
x~;W 77'JMl9 8mg$#fc. #£>nfc3- C3- 05- (2, 6- 
10 W;H4--hD7x;+;» -2-tHD+->^>3?;W 7i-JW 7 
^iJJUt&fflU, Tlfi<Z>#5t0iJ 6 6 £Hfc©:£}£fc£D» 3- (3- [5- 

(4-7S/-2, 6-^fJV7x;^y) - 2 -b Hn*5"03>;M 7 
x x;M 7°ntf^->^^^Lfcc 
*H — NMR (CDC 1 3 ) <5 ppm: 
15 2.00 (6H, s), 2.57 (2H, t, J=7. 8Hz), 2.88 (2H, t, J=7. 8 Hz), 3.87 (2H, 

s), 6.42 (2H, s), 6.43-6.48 (2H, i), 6.66 (IE d, J=8.7Hz), 7. 00-7. 05 

(3H, in), 7.15-7.19 (1H. m) 

##0116 6 

20 4- (4-757-2, -2- (4-fb7kt ? D 

*=5-)V) 7x/-JV 

4- t2-Oi?)l**i'-5- (2, 6-y/f JI/-4-^hD7x/^ 
^>7tJr» fh7k FDtf7>2 0 2mg$X^;-;H OmL, BE 

tlfJl/2mL©l^i}:iib« Wl 0%/^y7^Si5 0m 

77^- («FttJ*flt : ^^>-BinftX^;W TiSl, 4- (4-75/- 
2, 6-^f^7x;+y) -2- (4 -x h 7 b Ko tf 7Z;Mf;W 7 
x7-JH 1 9mg^#fc, 
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*H — NMR (CD C 1 3 ) 5 ppm: 

1.26-1.41 (2H, m), 1.49-1.61 (2H, m), 1.74-1.88 (1H, m), 2.03 (6H, s), 
2.42-2.52 (2H, m), 3.26-3.40 (2H, 1), 3.55 (2H, brs), 3.89-4.00 (2H, 
m), 5.30 (1H, brs), 6.31 (1H, dd, J=3. 0. 8.6Hz). 6.39-6.48 (3H, m). 6. 
. 5 56 (1H, d, J=3.0Hz) 

6 7 

1- C5- (4-7^/-2, 6-y^jV7x;^» - 2-tHD^>7 
10 x-;W -2->-^nM^>j|/x^/> 
1 H — NMR (CDC 1 3 ) <5 ppm: 

0.75-1.38 (5H, El), 1.45-1.95 (6H, m), 2.04 (6H, s), 2.67 (2H, d, J=6. 7 
Hz). 3.54 (2H, brs). 6.44 (2H, s), 6.87 (1H, d, J=9.0Hz). 6.94 (1H, dd, 
J=2. 9, 9.0Hz), 7.07 (1H, d. J=2. 9Hz), 12.00 (1H, s) 

15 

4- (4-T^y- 2, 6-y^^7iy + ^) -2- (2-v^n^x 
1 H— NMR (CDC 1 3 ) 6 ppm: 

0.85-0.98 (2H, m), 1.08-1.33 (4H, m), 1.40-1. 50 (2H m), 1.59-1.81 (5H, 
20 m), 2.03 (6H, s), 2.48-2.58 (2H. m), 3.50 (2H, brs), 4.52 (1H, brs), 6. 
38 (1H, dd, J=3. 1, 8.6Hz). 6.42 (2H, s), 6.56 (1H, d, J=8. 6Hz), 6.58 
OH, d, J=3. 1Hz) 

4- (4-T5-/-2, 6-^?Jl/7i;^y) - 2 -< V y°U \L)\>- 3 - 
l H — NMR (CDC 1 3 + CD 3 OD) 6 ppm: 

1.39 (6H, d, J=7. 1Hz), 2.05 (6H, s), 3.55 (1H, heptet, J=7. 1Hz), 3.96 
(3H, s), 6.02 (1H, d, J=8.8Hz). 6.24 (1H, d, J=8. 8Hz), 6.47 (2H, s) 
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4- [4-*h*>—3- C2- (2-^h^>7x-JW JL^M 7x7=^ 

>o -3, s-is^.ivr-vy 

1 H — NMR (CDC 1 3 ) 8 Ppm: 

2.01 (6H, s), 2.80-2.90 (4H, m), 3.48 (2H, brs), 3.75 (3H, s), 3.80 (3 
5 H, s), 6.41 (2H, s), 6.44 (1H, dd, 1=3.1, 8. 8Hz), 6.59 (1H, d, J=3. 1H 
z), 6.67 (1H, d, J=8. 8Hz),. 6. 82-6.85 (2H, m), 7.03-7.06 (1H, m), 7.12- 

7.18 (1H, m) 

(4-75 7-2, 6-y^f;P7x^) (4 - k FD*~>- 3 — f 7 7°D 
10 lf^7x-JW 7*7> 

1 H — NMR (CDC 1 3 ) <5 ppm: 

1.22 (6H, d, J=6. 9Hz), 2.03 (6H, s), 3.25 (1H, heptet. J=6. 9Hz), 6.40 
(2H, s), 6.64-6.68 (1H, m), 7.34-7.41 (1H, m), 7.81 (1H, brs) 

15 4- (4-757-2, 6-y^^K>^l/) - 2 ~f V^OWi/- 

;i/ 

1 H — NMR (CDC 1 3 ) 6 ppm: 

1.19 (6H, d. J=6. 9Hz), 2.15 (6H, s), 3.08 (2H, brs), 3.21 (1H, heptet, 
J=6. 9Hz), 3.86 (2H, s). 6.45 (2H, s), 6. 51-6. 59 (2H, m), 6.89-6.92 (1 

20 H, m) 

4- (4-7 h^i/^>i?;U) -3, 5-v79MKT-U> 
X H-NMR (CDC 1 3 ) 6 ppm: 

2.14 (6H, s), 3.48 (2H, brs), 3.76 (3H, s), 3.88 (2H, s), 6.43 (2H, s), 
25 6.74-6.78 (2H, m), 6.90-6.93 (2H, m) 

4- (4-757-2, 6-y^fJP7x7^y) -2- (4-7MD7x 
7*v) 7x7-^ 

X H— NMR (CDC 1 3 + CD3OD) <5 ppm: 
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2.00 (6H, s), 6.34-6.41 (2H. m), 6.37 (2H, s), 6.86 (1H, d, J=8. 7Hz), 
6.93-7.05 (4H, m) 

4- (4-757-2, 6-^^7x^y) -2- (4~xh^bFD 
'H-NMR (CDC 1 3 ) d Dpm: 

1.73-1.83 (2H, m). 2.01-2.07 (2H, m), 2.04 (6H. s), 3.53 (2fl, brs), 3. 
53-3.60 (2H, m), 3.95-4.00 (2H, m), 4.38-4.46 (1H. m), 5.24 (1H, brs), 
6.14 (1H, dd, J=2.8. 8.7Hz), 6.14 (2H, s), 6.49 (1H, d, J=2.8Hz), 6.7 
10 5 (1H, d, J=8. 7Hz) 

4- (4-y^y~2, 6-^*^;i,^>s>» -2- (4-x h^t Kntf 

1 H — NMR (CDC 1 3 + CD3OD) 6 ppm: 
15 1. 72-1. 80 (2H, id), 1.97-2.04 (2H. m)\ 2.14 (6H, s), 3. 48-3.57 (2H, m), 
3.85 (2H, s), 3.93-4.00 (2H, m), 4.33-4.60 (1H, m), 6.45 (2H, s), 6.4 

5- 6.50 (1H, m), 6.54-6.56 (1H, m), 6.76-6.80 (1H, m) 

##0116 8 

20 1- (4-757-2, 6-y^^7x7+y) - 4 -^>v>>** 5 , 
6, 7, 8-fh7hh'nt7^U> 

l-^>v;^v-4- (2, 6-yX^-4--h07x/+y) - 
5, 6, 7, 8-rh7tHDt7^1/>15. 5mg£x*/-^5mL, 

tfy? (mtumm: s\*d->-wmx.^)d rmmv. 1- u-y^y 

-2, 6-^^7x;^y) -4-^>^;(,^v- 5) 6 , 7, 8-^ 
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1 H — NMR (CDC 1 3 ) 6 p pm : 

1.70-1.94 (4H, i), 2.04 (6H, s), 2.68-2.95 (4H. m), 3.47 (2H, s), 4.96 

(2H, s), 6.02-6.12 (1H, i), 6. 38-6.54 (3H, m), 7.20-7.50 (5H, m) 

5 ###J 6 9 

4- ( 4 - ^>^M+^>- 3 V t°^7x ; ^ y) -2, 3, 5-h 
IJ^DD7-'J> 

: H— NMR (CDC 1 3 ) 6 ppm: 
10 1.21 (6H, d, J=6. 9Hz), 3.37 (1H, heptet, J=6. 9Hz), 4.19 (2H, brs), 5.0 
K2H, s), 6.42 (1H, dd. J=3. 1, 8. 8Hz), 6.76 OH. d, J=8.8Hz), 6.82 (1H, 
s), 6.88 (1H, d, J=3. 1Hz), 7.29-7.47 (5H, m) 

4- (4-^>>>VM-*->-3-- TVyntfJl/^xy^rv) -3, 
15 *7-V> 

a H — NMR (CDC 1 3 ) 6 ppm : 

1.21 (6H, d, J=6. 9Hz), 3.37 (1H, heptet, J=6.9Hz), 3.71 (2H, brs), 5.0 
K2H. s), 6.45 (1H, dd, J=3. 1, 8.9Hz), 6.77 (1H, d, J=8.9Hz), 6.85 (1H, 
d, J=3. 1Hz), 6.90 (2H, s), 7. 28-7. 46 (5H, m) 

20 

4- (4-^>^Jl/^-^v-3— TV7°Dlf;P7xy^>') -2, 3, 5-h 
1 H — NMR (CDC1 3 ) 6 ppm: 

1.19 (6H, d. J=6.9Hz), 2.03 (3H, s). 2.05 (3H, s), 2.08 (3H, s). 3.36 
25 (1H, heptet, J=6. 9Hz), 3.46 (2H, brs), 4.99 (2H. s), 6.33 (1H, dd. J=3. 
0, 8. 8Hz), 6.46 (1H, s), 6.72 (1H, d, J=8.8Hz), 6.80 (1H, d, J=3.0Hz), 
7. 27-7. 46 (5H, m) 

4- U-^>y)\>-**y<- 5, 6, 7, 8-fh7kKP-l-t7W 
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-2, 3, 5-MJ£DD7-iJ> 
'H-NMR (CDC 1 3 ) (5 ppm: 

1.75-1.88 (4H, m), 2.74-2.80 (2H, m), 2. 87-2.95 (2H, m), 4.18 (2H, s), 
4.98 (2H, s), 6.10 (1H, d. J=8. 8Hz), 6.52 (1H, d, J=8. 8Hz), 6.82 (1H, 
5 s), 7.28-7.45 (5H, m) 

6- (5- (4-7i=/-2, 6-^^7x/^y) -2-hFD^M 
1 H — NMR (CDC 1 3 + CD3OD) <5 p pm : 

2.01 (6H. s), 3.84 (2H, s), 6.43 (2H, s), 6.50 (1H, dd, J=3. 0, 8.7Hz), 
6.55 (1H, d, J=3.0Hz), 6.70 (1H, d, J=8. 7Hz), 6.86 (1H, d, J=9.7Hz). 
7.26 (1H, d, J=9.7Hz) 

4- (4-757-2, 6-y^^7xy^'» -2- (2- (4-f-by 
'H-NMR (CDC 1 3 ) 6 p pm : 

1.23-1.35 (2H, m), 1.45-1.55 (3H, m), 1.60-1.68 (2H, i), 2.04 (6H, s), 
2.52-2. 58 (2H, i), 2.73 (2H, s), 3.31-3.40 (2H, m). 3.91-3.98 (2H, m), 
6.39 (1H, dd, J=3.0, 8.7Hz), 6.44 (2H, s), 6.54 (1H, d, 1=3. 0Hz), 6.5 
9 (1H, d, J=8. 7Hz) 

4- (4-^>^^v-3--rV7 0 Dlf;P7xy^v) -3, 
'H-NMR (CDC 1 3 ) 6 ppm: 

1.19 (6H, d, J=6.9Hz), 2.04 (6H, m), 3.36 (1H, heptet, J=6. 9Hz), 4.99 
(2H, s), 6.38 (1H, dd, J=3.0, 8.8Hz), 6.42 (2H, s), 6. 73 (1H, d, J =8. 8 
Hz), 6.79 OH, d, J=3.0Hz), 7.23-7.48 (5H, m) 



%M 7 0 



WO 01/85670 



PCT/JP01/03499 



69 

n- [4- u-i>?M*i'-a-' fv:/Pbf;p:7xy=^» -3, 5- 
y^?;i/7i-;w turn* FWtJL?-)]' 
4- (4-^>s;;p^$/-3— ry^ptf;P7x/*j/) -3, 

^;P7-U>1. 3 7 g£mfb^l/>3 OmLfcflMfU tTU^>0. 0 7 
5 6mL£in;ifco Mi^T^DD^il^O. 0 4 7mLS»TU 3P# 

(^mW : A^t>-SiX^) KtlMKU N— C4- (4-^> 
10 V)l**i/-3 — (y-fu¥)\,7x.y*is) -3, 5-y^f;V7x-Jl/) * 

;wt * H»x^;p 1 . 4 7 g £#fc 0 

1 H — NMR (CDC 1 3) 6 p pm : 

1.19 (6H, d, J=6.9Hz), 1.32 (3ft t. J=7. 1Hz), 2.11 (6H, s), 3.37 Oft 
heptet, J=6.9Hz), 4.23 (2H, q, J=7. 1Hz), 5.00 (2ft s), 6.35 (1ft dd, J 
15 =3.0, 8.8Hz), 6.50 (1H, brs), 6.73 (1H, d, J=8. 8Hz), 6.78 (1H, d, J=3. 
0Hz), 7. 11 (2H, s), 7. 23-7.48 (5H, n) 

7 1 

N- [4- (4-^>5?;^+>>-3— rvyDlf^x/^v) -2-7)1 

20 ^-p-3, 5-^f;i/7i-;w Fffex^p 

N- C4- (4-^>^;i/^v-3-^V7'Ptf;P7xy^v) -3, 5 

X^>5 OmLlliib, N-^;i/^-p- 6 - (h V 7 hfUv 
-7A-2-^j|/^-h§Mm SfiTl 5#IHMt#U HKI12ISM 

BSfeX^W CTl&jKU N- C4- (4 -^>S?;^*5/- 3 — T V^P tf 
;i/7x/*S/) -2-7)V*U-3, 5-y^^7x-;W #;krU K&X 
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3M1/3 4 8. OmgSHft. 
^-NMR (CDClj) <5 ppm: 

1.19 (6H, d, J=6.9Hz), 1.34 (3H, t, J=7. 1Hz), 1.96-2.20 (6H, m), 3.36 
(1R heptet, J=6.9Hz), 4.26 (2H, q, J=7. 1Hz), 5.00 (2H, s), 6.34 (1H, 
5 dd, J=3. 1, 8.8Hz), 6.66-6.84 (2H, m), 7.16-7.53 (5H. m), 7.73-7.92 (1H, 
m) 

###|7 2 

4- (4-^>^^v-3— VJ"7uK)\,yx./* 9 s) -2-y)Viru- 

10 3, 5->^;P7XU> 

N- [4- ( 4 - ^ >y ;W+-> - 3 V y D x 7 ^y) -2-7 

;i/^-n-3, 5-^^^i/7x-;w Fi?x^ji/3 4 omg^x^y 

;H OmLCiil, lmo 1 /~Lim.\kf V U ^A^USmL 
9 0 < CT3^rM^tfCo i*J^£«7KT«U ^x^;i/Tttaibfcc 

fCTlfSU 4- (4-^>5W3t-3^>- 3--T V^nt^x/*^) 
-2-7Jl/^-D- 3, 5-y/^V7-U>2 0 Omg§#f;. 
^-NMR (CDClj) <5 ppm: 
20 1.19 (6H, d, J=6. 9Hz). 1.93-2.10 (6H. m). 3.36 (1H, heptet, J=6.9Hz), 
3.57 (2H. brs), 5.00 (2H, s), 6.36 (1H, dd, J=3. 1. 8. 8Hz), 6.51 (1H, d. 
J=9.9Hz), 6.73 (1H, d, J=8. 8Hz), 6.77 (1H, d, J=3. 1Hz), 7.20-7.54 (5H, 
m) 

25 ###17 3 

(4 -75/ -2, 6-y^^l/7i^) (4 -^>v;M"*v- 3 — ' f V 

(4-J5/-2, 6-y/^7iz;W (4-t FD^v-3-<V7° 
Pfcf;l/7xx;i/) ^^;>86rag^Th7tFD77>l 5mL»b, 
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;P) ^T^bT, (4-7^7-2, 6-^^^7irjW (4-^>i^ 
1 H— NMR (CDC 1 3 ) <5 ppm: 

1. 24 (6H, d. J=6. 9Hz), 2.04 (6H, s), 3.39 (1H, heptet, J=6. 9Hz), 3.66 
(2H, brs), 5.13 (2H, s), 6.39 (2H, s), 6.83-6.88 (1H, m), 7.32-7.44 (5 
H, m), 7.48-7.53 (1H, m), 7.88 (1H, brs) 

10 

7 4 

2, 2, 2-h'j7MD-N- C4- (4-^h^^>^)l) -3, 5- 
y^W7i-JW 7th75H 

4- (4-* h+S/^>^;i/) -3, 5-v7.5 1 ;i/7-U>6 6 2mgSrli 
15 fc*^l/>3 0mL»U HU^>2 6 6 #L£;&0*.fc^ MTl:Tb 
U7JI/^P^«^I4 2 OmL ^\ZX-^tm.Whtc 0 KfoM&M 

U 2, 2, 2- h»J7;i/^D-N- [4- (4-* h3r>"0>UV) -3, 
20 5 -y7Wi-JH 7irh7^ H8 3 6mg<H#fc e 
*H-NMR (CDC 1 3 ) 5 ppm: 

2.25 (6H, s), 3.76 (3H. s), 3.97 (2H, s), 6.75-6.83 (2H, m), 6.86-6.92 
(2H, m), 7. 27 (2H, s), 7. 73 OH, brs) 

25 ###| 7 5 

2, 2, 2-hU7;i/^-n-N- (4- C3- (4 -7 )l*a^>^M )V) ~ 
4-hFn^^>yjW -3, 5-y/f;V7x^H 7"feh75K 

2, 2, 2-h'J7MP-N- (4- (4 h*5"05>;W -3, 5 
-7^fJl/7x-JW 7-fe h7S F 8 3 6mgSSft^?l/>5mL»b, 
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4-7;i^n^>y-Ol^DU F7 0mL<!:M7JI/5-^1 1 lmg£fln 
>-|tgSX^;W 2, 2, 2-hU^;U^P-N- C4- C3 

- (4-7;^n^>y-r;w -4-t: Hp^^>^;w -3, 

^7x-JW 7th7$F4 8mg&#fc 0 
'H-NMR (CDC 1 3 ) <5 ppm: 
10 2.22 (6H, s), 3.94 (2H, s), 6.98 (1H, d, J=8.6Hz), 7.07-7.20 (4H, m), 
7.26 (2H, s), 7.55-7.61 (2H, m), 7.75 (1H, brs), 11.68 (IE s) 

(5- (4-757-2, -2-kHn^v7x~ 
15 M (4-7MP7x-JW 

2, 2, 2-hU7MD-N- [4- [3- (4 -7 )l*U^>^M )l) 
-4-tFD + y^>y>] -3, 5-vp<^;P7x-;W 7-feh75H4 5 
mg^X37 7-;i/3mL^^L, lmo 1 /L7K^± h U «7A7jcM3m 
L£fln;t, 7^d'>^ffl^T6 0t:iCT3 O^m^bfeo £Jftii£«MJE 

x&mwi, m&mmv. C5- (4-7^7-2, s-y^fy^yzj)],) - 

■ 2-kHn^y7x-;W (4-7MD7i-JW ^^/>2 6mg$#fe, 
'H-NMR (CDC 1 3 + CD3OD) <5 ppm: 
25 2.11 (6H, s), 3.85 (2H, s), 6.42 (2H. s), 6.95 (1H, d, J=8. 5Hz), 7.10- 
7.17 (2H, m), 7.16 (1H, d, J=2.0Hz). 7.22 (1ft dd, J=2. 0, 8. 5Hz), 7.57 
-7.64 (2H, m) 
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4- (4-75 7-2, 6-^Wiy^r'» -2- 

-k ku+^x^;w 7x;-ji/ 

3K»T7KfHft:*^^hU^A5. 6mg§fh7kHD77>l OmLfc 
S8»U 1- C5- (4-75.7-2, 6-^^fJl/7x;^-» -2-th' 

U*y;w*7A^nTh^97^- (^W:^t>-il?XfJl/) tCT 
HSU 4- (4-757-2, 6-W;P7x;^» -2- (2— 
10 DA^yJh 1 -k KP^yX^) 7x7-^5 0. Omg» 
1 H— NMR (CDClj) <5 ppm: 

0.73-1.94 (13H, m), 2.03 (6H, s), 3.53 (2H, brs), 4.75-4.93 (1H, m), 6. 
30-6.50 (3H, m), 6.50 (IE d, J=8. 6Hz), 6.60 (1H, d, J=2. 8Hz), 7.29 (1 
H,d, J=3. 1Hz) 

15 

###!) 7 8 

[5- (4-757-2, 6 - ^73^7 x 7^:7) -2-tFD^>7i- 
;W (2-7 h^y7x"JW 7^7 > 
C5- (4-757-2, 6-^Wz;*'» -2-kHn^y7x- 
20 ;W (2-tFn+y7x-JW 

C5 - (2, 6 -v73Ml/-4-~ hD7x;+y) -2-tFn^>7x 
-JH (2 -7 h^v7xx;i/) 7^7 >£ (5- (2, 6-5?*?)V-4- 
~hD7x7^~» -2-th'D^y7xXjW ( 2 - k H 0^y7i-JW 
7^7>0®-o#J (3 8:6 2) 1 4 8mgMlfjl/2 OmL»L, 
25 (IV) 1 7 mg WfcT**»HftT*BET2»M»»b 

fee 5«§«jE»mb, i^nfcsg^yu^^m^D 

•7h^77^- (MM^ii : ^U-V-IHfcX^ (3 : 1) ) CT^ILT, 
[5 - (4-757-2, 6-^Wx;+y) -2-kFD^>7x- 
;W (2 -7 h^y7i-JW 7^7>42mgi [5- (4-757-2, 



WO 01/85670 



PCT/JPOl/03499 



74 

(5- (4-7^7-2, 6-^fjl/7x;^» -2-hFD^>7x~ 

;w (2-* h*->7x-;» ^^/> 

5 1 H— NMR (CDClj) 5 ppm: 

2.05 (6H, s), 3.48 (2H, brs), 3.71 (3H, s), 6.40 (2H. s), 6.68-6.72 (1 
H, n). 6.77-6. 84 (IB, .m), 6.87-6.91 (2H, m), 6.98-7.03 (IB, a), 7. 32-7. 
36(1H, m), 7.43-7.49 (1H, m), 12.08 (1H, s) 
C5- (4-7^7-2, 6-^f^7i;^) -2-hFO + y7xZ 
10 ;w (2-tFn^>7xr;0 

1 H— NMR (CDC 1 3 ) a ppm: 

2.04 (6H, s), 3.48 (2H, brs), 3.86 (1H, brs), 6.11 (1H, brs), 6.38 (2H, 
s), 6.43-6. 46 OH, m), 6.54-6.57 (1H, m), 6.68-6.73 (1H, m), 6.81-6.85 
(2H, m), 6.88-6.92 (1H. m), 7.18-7.26 (1H, n) 

15 

#*097 9 

1- [5 - (2, 6-^fl-4-ZSP7x7^y) -2-th'D^>7 

xx;Ki -2- (4-7h7kh*nt!7-;W x^y> 

4- (4-^h+y7xy^» -3, 5-v*3Ml,- SP^>i£>l 9 9 
20 rng^t^b^l^l 5mLlli^U 4 - f h 5 1 Hn tJ 7-;P7tf 
nU H4 7 3mg&"JpA, BB«ft:^>2. 6mL^iTbm SfitT2 
BM«#L£. KiSSM-km*** 1 0 OmLll$(t, mtt^Uy 3 OmL£ 

fee «jf £-&fc>ii\ lmol/Llt, tK, JSttfiafe**^- h U 17A*»*, 

n7c^^->U*y;i/^M7D^h^57^- (JgH§®&: A^1t>-^X 
KT*!f«Lt\ 1- (5- (2, 6-y/^-4-ZhD7x/^ 

-2-kFn^y7xrjW -2- (4— ^h^t HPtf^n;W x^y 
>^9 6rag#L 
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*H— NMR (CDCI3) <5 ppm: 

1.33-1.43 (2H, m), 1.60-1.70 (2H, m), 2.14-2.28 (1H, m), 2. 23 (6H, s), 

2.77-2.82 (2H, m), 3.38-3.47 (2H, m), 3.92-3.97 (2H, m), 6.86 (1H, dd, 

J=3.0, 9.1Hz), 6.97 (1H, d, J=9. 1Hz), 7.15 (1H, d, J=3.0Hz), 8.04 (2H, 
5 s), 11.98 (1H, s) 

###18 0 

4- (4-757-2, §-z/*3-)\,Ky¥)\,) -2- (4-7JWD7i; 

10 4- C (4-757-2, 6-y/^7x-JW kHn^y^^) -2- 
(4-7Jl/t07iy^» 7x/-;u 
C4-^>v;i/^v- 3 - (4-7WD7x/+y) 7x-;|/j (4- 
>?^>^;!/757-2, 6-i?^^7x^) /^;-Jl/6 6mg§Tb7 
kh'D77>10mL»U 1 (50%<S7k&) 

15 6 6mg§M, ^uizx^mmmmrf'BBr-mmwLrzo wi^^u 

mm:^D->-mm^A a : n ) KT*t§!UT, 4- u-757- 
2, 6-^^^;v^>v;i/) -2- (4-7;m-d7x/*-» 7x/-;h 

2mg£4- C (4-757-2, 6 -^7^7x tFD^^ 
20 ;W -2- (4-7MD7x;^y) 7x7-;V3mg 

4- (4-757-2, 6-^7^;^>v?;U) -2- (4-7WD7x; 
+ v) 7x7-;P 

'H-NMR (CDCI3 + CD3OD) 5 ppm: 

2.11 (6H, s). 3.81 (2H, s), 6.41 (2H. s), 6.56-6. 57 (1H, m), 6.62-6.65 
25 (1H, m), 6.83-6.95 (3H, m), 6.95-7.05 (2H, m) 

4- C (4-75 7-2, 6-^X^7x~JW hFn^T^W -2- 
(4-7J^D7x;+y) 7x/-^ 
: H-NMR (CDC 1 3 ) 5 ppm: 

1.94 (1H, brs), 2.15 (6H, s), 3.55 (2H, brs), 5.46 (1H, brs), 6. 13 (1H. 
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s), 6.34 (2H, s), 6.77-6.82 (1H, m), 6.92-7.03 (6H, m) 
#%#I8 1 

4- (4-^>^;P^v-3- <V7 ' Dtf;l/ ^ > ^ ;l/) _ 3> g.^^ 
5 ;kd>j-'J H&X^;P 

(4-7^7-2, 6-^f;i/7i-JV) (4-^>>>;M-*«>-3-^ 
V^Dtf;P7xz;W ^;>2 7mg$fh7th-D77>3mLI:ifi?U 

U MfeTHWWlft, K^»llmol/Lli5mLSM, 

io mxwmm dtc. G®mz*. ®®ix®*mj- h y ***** eft** 

»Wy-3-fV7Dk'M>^ j 0 - 3 , 5-y^iV ? D>7- 
U H»x^;P3 8mg*#fc. 
'H-NMR (CDC 1 3 ) 6 p pm : 

1.24 (6H, d, J=6.9Hz), 1.34 (3H, t, J=7. 1Hz), 2. 12 (6H, s). 3.39 (1H, 

heptet, J=6.9Hz), 3.49 (2E s). 4.28 (2H, q, J=7. 1Hz). 5.14 (2H, s), 6. 

83-6.88 (1H, i), 7.30 (2H, s), 7.31-7.50 (6H, m), 7.88 (1H, brs), 9 25 
• (IE brs) 

20 8 2 

4- (4 - W+ J, - s --f y ^D^7x;+^) -3, S-*** 

;^d>7-'J h»x^;u 

'H-NMR (CDC 1,) 6 ppm: 

1.19 (6E d, J=6.9Hz). 1.34 (3E t. J=7. 1Hz), 2.12 (6E s), 3.36 (IE 
heptet, J=6.9Hz), 3.47 (2E s). 4.27 (2E q, J=7. 1Hz), 5.00 (2E s), 6. 
35 (IE dd, J=3.0, 8.8Hz), 6.73 (1H, d, J=8.8Hz), 6.78 (1H, d. J=3. OH 
z), 7.20-7.50 (7E m), 9.14 (1H, s) 



15 



25 
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4- (4-^>i?;M^>-5, 6, 7, 8-fh7hFn-i- 7 -75 1 M 

-3, 5-^fKP>7-'JFSlW 
'H-NMR (CD 3 OD) 6 ppm: 

1.33 (3H, t, J=7. 1Hz), 1.70-1.94 (4H, m), 2. 09 (6H, s), 2.66-2.98 (4H. 
5 m), 3.47 (2H, s), 4.26 (2H, q, J=7. 1Hz), 4.96 (2H, s), 6.01 (IE d. J 
=8. 8Hz), 6.47 (1H, d, J=8.8Hz), 7.18-7.52 (7H, m), 9.11 (IE s) 

4- (4— sopjittis- 3-fvyn tf;i/7x-;ux;u^7^;W -3, 

10 1 H — NMR (CDC 1 3) <5 ppm: 

1.16 (6ft d, J=6. 9Hz), 1.34 (3E t, J=7. 1Hz), 2.42 (6E s), 3. 31 (IE 
heptet, J=6. 9Hz), 3.47 (2H, s), 4.27 (2H, q, J=7. 1Hz), 5.00 (2H, s), 6. 
50 (IE dd, J=2. 4, 8.4Hz), 6.71 (1H, d, J=8.4Hz), 6.97 (1H, d, J=2. 4H 
z), 7.20-7.40 (7H, m), 9.23 (1H, s) 

15 

2-?)VJru-4- (4-^>>?;u^v- 3--r V7 ? Dtf;i/7xy^>') - 

3, S-y^^l/YOVy-'JFflfil' 
'H-NMR (CDC 1 3 ) 6 ppm : 

1.19 (6H, d, J=6.9Hz), 1.34 (3E t, J=7. 1Hz), 1.95-2.18 (6H, m), 3.36 
20 OH, heptet, J=6. 9Hz), 3.52 (2H, s), 4.28 (2H, q, J=7. 1Hz), 5.00 (2H, 
s), 6.35 (1H, dd, J=3. 0, 8. 8Hz), 6.74 (1H, d, J=8. 8Hz), 6.77 (IE d, J 
=3.0Hz), 7.10-7.55 (5H, m), 8.01 (1H, d, J=8. 6Hz), 9.40 (1H. s) 

4- (4-^>^;P^i/-5, 6, 7, 8-rh7bHD-l-7-7W 
25 ^v) -2, 3, 5 - h U 7 P D7D >7- 'J KiX^JV 
'H-NMR (CDC 1 3 ) <5 ppm: 

1.35 (3H, t, J=7. 1Hz), 1.72-1.88 (4H, m), 2. 73-2. 80 (2H, m), 2.87-2.93 
(2H, in), 3.55 (2H, s), 4.31 (2H, q, J=7. 1Hz), 4.98 (2H, s), 6.06 (1H, 
d, J=8.8Hz), 6.51 (1H, d, J=8.8Hz), 7.27-7.45 (5H, m), 8.59 (IE s), 
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10.03 (1H, s) 

4- C4-*h*v-3- [2- (2-^h + y7iZJW 
V\ -3, 5-yXfJKD>7-UFtX^ 
5 1 H — NMR (CDC 1 3 ) 6 ppm: 

1.34 (3H, t, J=7.1Hz), 2.07 (6H, s), 2.79-2.89 (4H. i), 3.47 (2ft s), 
3. 76 (3H, s), 3.79 (3E s), 4.27 (2H, q, J=7. 1Hz), 6.43 (1H, dd, J=3. 1, 
8.9Hz). 6.56 (1H, d. J=3. 1Hz), 6.67 (1H, d, J=8. 9Hz), 6.80-6,85 (2H, 
m), 7.00-7.05 (1H, m), 7.12-7.18 (1H, m), 7.28 (2H, s), 9.13 (1H, s) 

10 

4- (4-^>^;u^>'-3->ryynif;i/7xy^v) -2, 3, 5-h 

'H-NMR (CDC 1 3 ) 6 ppm: 

1.21 (6H, d, J=6.9Hz), 1.35 (3H. t, J=7. 1Hz), 3.36 (1H, heptet, J=6. 9H 
15 z), 3.56 (2H, s), 4.31 (2H, q, J=7. 1Hz), 5.02 (2H, s), 6.41 (1H, dd, J 
=3.1, 8.9Hz), 6.76 (1H, d, J=8.9Hz). 6.87 (IE d, J=3. 1Hz), 7.29-7.47 
(5H, m), 8.60 (1H, s), 10.06 (1H, s) 

4- (4-(>»^>-3-^yyo^7x^y) -2, 3, 5-h 
20 l J^^YU>7-'JHtXf/V 

1 H — NMR (CDC 1 3 ) <5 ppm: 

1.20 (6H, d, J=6.9Hz), 1.34 (3H, t, J=7. 1Hz), 2.09 (6H, s), 2.20 (3H, 
s), 3.36 (1H, heptet, J=6. 9Hz), 3.51 (2H, s), 4.28 (2H, q, J=7. 1Hz), 4. 
99(2H, s), 6.31 (1H, dd, J=3. 0, 8. 8Hz), 6.71 (1H, d, J=8,8Hz). 6. 82 (1 
25 a d, J=3.0Hz). 7.27-7.44 (5H. id). 7.51 (1H, s), 9.03 (1H, brs) 

4- C3- (4-y)^UK>^M)l) -4-tFD^>7iy+y] -3, 
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(5- (4-75/- 2, -2-kHP*'>7x 
(4-7KD7X-JW *?S>2 8. 8 8 g^-fb^9 1 l/>l 0 0 
0raLtfh7k FD77>7 0 OmLCIiMMiL, tfU> ? >7. 3 
lmL&Jn*.fco Jk^lt^Tif^TDZj^DiJ HI 1. 0 5mL&8TFU 
5 2«FM«T?UWtfc. E^£ttfc#i«3 0 0mLSiD*, IH^JH! 

(4-7MD^>^jI/) -4-kFD^>7xy^» -3, 
10 ;^D>T-'J HKX^;P3 8. 2 0 g£#fc„ 
1 H — NMR (CDC 1 3 ) 5 ppm: 

1.33 (3H, t, J=7. 1Hz), 2.10 (6H, s), 3.47 (2H. s), 4.27 (2H, q, J=7. 1H 
z), 6.94-6.98 (3H, m), 7.11-7.17 (2H, m), 7.28 (2H, s), 7.64-7.69 (2H, 
m), 9.17 (1H, s), 11.42 (1H, s) 

15 

4- C3- (2--y!7U^^y)VJL^)V) -4-kHD^>7x;^» -3, 

5 - it* a yy- U Hlfex^p Uk&M 2 ) 
20 1 H — NMR (CDC 1 3 ) 6 ppm: 

0.77-1.00 (2H, m), 1.08-1.50 (9H. m), 1.56-1.80 (5H. m), 2.10 (6H, s), 
2.46-2.62 (2H, m), 3.47 (2H, s), 4.26 (2H, q, J=7. 1Hz), 4.67 (1H, s), 
6.39 (1H, dd, J=3. 0, 8. 7Hz), 6.55 (1H, d, J=3. 0Hz), 6.62 (1H, d, J=8. 

7Hz), 7.28 (2H, s), 9.15 (1H, s) 

25 

4- (3- ( 2 - y^7 DA+yiK 1 - 1 FD + ylf Jl/) -4-hHn^> 
7x7*50-3, 5-^mn>7zU HKx^;V UtG® 3) 
X H-NMR (CDC 1 3 ) 5 ppm: 

0.77-1.90 (16H, i), 2.10 (6H, s),.. 3.-47 (2H, s), 4.27 (2H, q, J=7. 2Hz), 
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4.76-4.88 (1H, a). 6.36 (1H, d, J=2.8Hz), 6.55 (1H, dd, J =2. 8, 8.8Hz), 
6.74 (IE d, J=8. 8Hz), 7.29 (2H, s), 7.47 (1H, s), 9.14 (1H, s) 

4- (4-kFD^>-3- (4-fh7tFDlf7ZW^) 7x^ 

-3, 5-y^Kn>7ziJ mX-zFJl «b£#|4) 
*H — NMR (CDC 1 3 ) 6 p pm : 

1.26-1.40 (5H, m), 1.50-1.60 (2H, m), 1.73-1.89 (1H, m), 2.08 (6H, s), 
2.48 (2H, d, J=7.1Hz), 3.28-3. 40 (2H, m), 3.48 (2H, s), 3.88-4.00 (2H, 
m), 4.26 (2H, q, J=7. 1Hz), 5.76 (1H, brs), 6.38 (1H, dd, J=2. 9, 8. 6H 

z), 6.50 (1H, d, J=2. 9Hz), 6.61 (1H, d, J=8.6Hz), 7.28 (2H, s), 9.20 

(1H. s) 

4- (4-kFn*>-3- C2- (3-fh7tHn77-;W x^;p) y 
-cy^v] -3, 5-y^^-7D>7zU Hii^ (^5) 
1 H — NMR (CDC 1 3 ) 6 ppm : 

1.34 (3H, t, J=7.1Hz), 1.48-1.74 (3H, m), 1.98-2.27 (8H, m). 2.45-2.65 
(2H, m), 3.32-3.42 (1H, m), 3.47 (2H, s), 3.68-3.80 (1H, m), 3.82-3.9 

5 (2H, m), 4.27 (2H, q, J=7. 1Hz), 4.78 (1H. brs), 6.40 (1H. dd, J=3. 0, 
8.6Hz), 6.55 (1H, d, J=3.0Hz), 6.60 (1H, d, J=8. 6 Hz), 7.29 (2H, s), 

9. 15 (1H, s) 

4- U-bKn*5>-3- (6-^V-l, 6 Hp t!U^>- 3 
-^JV^^Jl) 7x/^» -3, S-y/f^Wn^-'JKiXfJI/ (it 
•£t>6) 

'H-NMR (CDC 1 3 ) <5 ppm: 

1.33 (3H, t, J=7.1Hz), 2.08 (6H. s), 3.47 (2H, s), 3.85 (2H, s), 4.26 
(2H. q, J=7.1Hz), 6.48 (1H, dd, J=3. 0, 8. 7Hz), 6.53 (1H, d, J=3.0Hz), 
6.70 (1H, d. J=8.7Hz), 6.87 (1H, d, J=9. 7Hz), 7.27 (2H, s), 7.28 (1H, 
d, J=9. 7 Hz), 9. 32 (1H s) 
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4- (4-bh , 0^>-3- (2-* h*z/<>'M)V) 7i;^» -3, 

! H-NMR (CDC 1 3 ) 6 p pm : 
5 1.33 (3H, t, J=7. 1Hz), 2.13 (6H, s), 3.45 (2H, s), 3.72 (3H. s), 4.26 
(2H, q, J=7. 1Hz), 6.71 (1H, d, J=3. 0Hz), 6. 77-6. 92 (3H, m), 6.99-7.03 
(2H, i), 7.29 (2H, s), 7.44-7.48 (IE m), 9.13 (1H, s), 12.05 (1H, s) 

4- (4-kFD+y-3- C (2-hFP^v7x-;W hKn + y^f 
10 ;W 7x;^ry) -3, 5 -^fKD>7- U HfcX^P (ffe£4&8) 
1 H — NMR (CDC.lg) <5 ppm: 

1.32 (3H, t, 1=7. 1Hz), 2.02 (6H, s), 3.44 (2H, s), 4.26 (2H, q, J=7. 1H 
z), 6.08 (1H, s), 6.38 (1H, d, J=3. 0Hz), 6.54 (1H, dd, J=3. 0, 8. 7Hz), 
6.76 (1H, d, J=8. 7Hz), 6.77-6.90 (3H, m), 7.10-7.20 (1H, m), 7.19 (2H, 
15 s). 9.16 (1H, s) 

4- C4-tFn*~>-3- (2- (4-fh7tFDtf7-JW X^;W 7 
x/^» -3, 5-^^^7D>7-'J F^X^l/ 0fb£%9) 
1 H — NMR (CDClj) 5 ppm: 
20 1.25-1.35 (2H, m), 1.33 (3H, t. J=7. 1Hz). 1.45-1.56 (3H. m), 1.61-1.66 
(2H, m), 2.09 (6H, s). 2.52-2.58 (2H, m), 3.32-3.40 (2H, m), 3.47 (2H, 
s), 3.92-3.98 (2H, m), 4.26 (2H, q, J=7. 1Hz), 5.31 (1H, s), 6.38 (1H, 
dd, J=3. 0, 8. 7Hz), 6. 54 (1H, d, J=3. 0Hz), 6.61 (1H, d, J=8. 7Hz), 7.28 
(2H, s), 9. 17 OH, s) 

25 

4- (4-fc h'D^y- 3— f V7"Pt!;i/^>v;W -3, 
X H— NMR (CDC 1 3 ) 6 p pm : 

1.21 (6H, d, J=6. 9Hz), 1.33 (3H, t, J=7. 1Hz), 2.22 (6H, s), 3.15 (1H, 
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heptet, J=6.9Hz), 3.46 (2H, s), 3.92 (2E s), 4.26 (2H, q, J=7. 1Hz), 4. 

77 (1H, s), 6.54 (1H, dd, J=2. 0, 8.1Hz), 6.58 (1H, d. J=8. 1Hz), 6.91 (1 

H, d, J=2.0Hz). 7.26 (2H, s), 9.06 (1H, s) 

5 4- C3- (4-7)l*u^>V-<)l) -4-fcFD*>>^>5MlO - 3> 5 

-y^^?D>7r'j mjizFjv (fc^mi i) 

*H— NMR (CDC 1 3 ) 6 ppm: 

I. 34 (3H, t, J=7.1Hz), 2.19 (6H, s), 3.47 (2H, s), 3.91 (2H, s), 4.27 
(2H, q, J=7. 1Hz), 6.96 (1H, d, J=8. 5Hz), 7.08-7.13 (3H, m), 7.20 (1H, 

10 dd, J=2.0, 8.5Hz), 7.25 (2H, s), 7.54-7.60 (2H, m), 9.11 (1H, s) 

4- (3- (4-7^n7acy^v) -4-tHD^>7i/+y) - 3) 

5- y7^V7D>7->J mx.^)l (ft&mi 2) 
*H— NMR (CDC 1 3 ) 6 ppm: 

15 1.32 (3H, t, J=7.1Hz), 2.08 (6H, s), 3.44 (2H, s), 4.25 (2H, q, J=7. 1H 
z), 5.30 (1H, s), 6.32-6.37 (2H, m), 6.88 (1H, d, J=9. 3Hz). 6.93-6.98 
(2H, m), 6.98-7.03 (2H, m), 7.25 (2H, s), 9.09 (1H, s) 

4- { C3- (4-7^tD7i^y) -4-tFD+y7i-j« kFP 
20 -3, 5 -V*J-)V?U>T~ U m^)V 1 3) 

1 H — NMR (CDC 1 3 ) 6 ppm: 

1.33 (3H, t, J=7. 1Hz), 2.05 (1H, d, J=3.9Hz), 2.23 (6H, s), 3.45 (2H, 
s), 4.26 (2H, q. J=7. 1Hz). 5.50 (1H, s), 6.19 (1H, d, J=3. 9Hz). 6.73-6. 
78(1H, i), 6.91-7.04 (6H, m), 7.22 (2H, s), 9.14 (1H, s) 

25 

4- [3- (4-7MD7i^y) -4-bh 4 n + y^>^] _ 3> 5 
-^^^;PTP>7-U m^)V iit^mi 4) 
1 H — NMR (CDC 1 3 ) 6 ppm : 

1.33 (3H, t, J=7.1Hz), 2.18 (6H, s), 3.45 (2H, s), 3.87 (2H, s), 4.26 
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(2H, q, J=7. 1Hz), 5.41 (1H, s), 6.53 (1H. d, J=2. 0Hz), 6.61 (1H, dd, J 
=2.0, 8. 2Hz), 6.88 (1H, d, J=8. 2Hz), 6.88-6.96 (2H, m), 6.97-7.05 (2H, 
m), 7.23 (2ft s), 9.07 (1H, s) 

5 4- (4-k (4-Th7th'Dlf7-my) 7i/ + 

-3, 5-v^9Ml/?n>7n<J (ik&Mi 5) 

X H — NMR (CDC 1 3 ) 6 ppm: 

1.34 (3H, t, J=7. 1Hz), 1.73-1.83 (2H, m), 2. 02-2. 08 (2H, m), 2.11 (6H, 
s), 3.47 (2H, s). 3.53-3.60 (2H, m), 3.94-4.01 (2H, m), 4.27 (2H, q, 
10 J=7. 1Hz), 4.38-4.45 (1H, m), 5.27 (1H, s), 6.12 (1H, dd. J=2. 7, 8. 8Hz), 
6.48 (1H, d, J=2. 7Hz), 6.76 (1H, d, J=8. 8Hz), 7.29 (2H, s), 9.15 (1H, 
s) 

15 -3, 5-^^^;i/^D>y-u mx^i iit^mi 6) 

X H — NMR (CDC 1 3 ) 6 ppm: 

1. 33 (3H, t, J=7. 1Hz), 1.70-1.80 (2H, m), 1. 95-2. 03 (2H, m), 2.22 (6H, 
s), 3.47 (2H, s), 3.50-3.58 (2H, m), 3.92 (2H, s), 3.90-3.97 (2H, m), 
4.26 (2H, q, J=7. 1Hz), 4.33-4.40 (1H, m). 5.51 (1H, s), 6.47 (1H, brd, 
20 J=8. 1Hz), 6.52 (1H, brs). 6.79 (1H, d, J=8. 1Hz), 7.26 (2H, s), 9.09 
(1H, s) 

4- (4-kHo^>- 3-^V7W;i/-2-*5^>+:>:7x/^>) - 
3, 5-^^JKD>7-U m^)V ({fc^tU 7) 
25 1 H — NMR (CDC1 3 ) 6 ppm: 

1.26 (3H, t. J=7. 1Hz), 1.39 (6H, d, J=7. 1Hz), 2.08 (6H, s), 3.47 (2H, 
s). 3.56 (1H, heptet, J=7. 1Hz), 3.96 (3H, s). 4.26 (2H, q, J=7. 1Hz), 5. 
290H, brs), 5.95 (1H, d, J =8. 8Hz), 6.25 (1H, d, J=8. 8Hz), 7.27 (2H, 
s), 9.16 (1H, s) 
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4- (4-fcFD^'>-3-^rvyp|f;^xy+v) -3, 
n>7-U Kttx^P (ft£#u 8) 
5 4- ( 4 - ^ 3-^7/0 fcfJP7 x / . - 3 , 5-5>* 

-T K-tK (95:5:10) <Z)*g£Ml 0 OmLCiiL, 2mm 

- (®m®m:'s*v>-Bwtx7-)i) \zxmmv. 4- (4-tKn^>- 

10 3— fy^Dtf^^xy^v) -3, 5-y^^7D>7-UHiX^2 
2. lg^f;.' 

X H — NMR (CDC 1 3 ) 6 ppm: 

1.20 (6H, d, J=6.9Hz), 1.33 (3H, t, J=7. 1Hz), 2.09 (6ft s), 3.18 (lft. 
heptet, J=6.9Hz), 3.47 (2ft s), 4.26 (2H, q, J=7. 1Hz), 5.14 (1ft s), 6. 

15 270ft dd, J=3. 0, 8.6Hz), 6.59 Oft d, J=8.6Hz), 6.72 (1ft d, J =3. OHz), 
7. 28 (2ft s), 9. 16 (1ft s) 

H»J4 

20 2 - 7;^P-4- (4-bKn^>-3-^V7°Dtf;^xy^v) - 3> 
5-v^^Jl/TP>T-U H^X^;i/ {ft&mi 9) 
1 H — NMR (CDC 1 3 ) 6 ppm: 

1.21 (6ft d, J=6. 9Hz), 1.34 (3ft t, J=7. 1Hz), 2, 00-2. 13 (6ft m), 3.16 
(lft heptet, J=6. 9Hz). 3.52 (2ft s), 4.28 (2ft q, J=7. 1Hz), 6.29 (1ft 

25 dd, J=3.0, 8.6Hz), 6.59 (lft d, J=8. 6Hz), 6.71 (lft d, 1=3. OHz), 7.99 
(lft d, J=8.8Hz), 9.41 (lft S ) 

4- (4-tFD+y-3-^ tV7°U\i)l73L~)V7,)V7 7-)l) -3, 5- 
y^WD>7-'J mJL^)V (ft£$>2 0) 
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'H-NMR (CDC 1 3 ) <5 ppm: 

1.18 (6H, d, J=6. 9Hz), 1.33 (3H, t, J=7. 1Hz), 2.40 (6H, s), 3.13 (1H, 

heptet, J=6. 9Hz), 3.47 (2H, s), 4.26 (2H, q, J=7. 1Hz), 6.50 (1H, dd, J 

=2.0, 8.3Hz), 6.57 (1H, d, J=8.3Hz), 6.94 (1H, d, J=2.0Hz), 7.38 (2H, 
5 s), 9.25 (1H, s) 

4- (4-fcHP + ->-5, 6, 7, 8-fh7bKP-l-j-7W^r 

v) -3, 5-y^^Yn>7^UFti5 1 ;i/ Wfr84&2 1) 

1 H — NMR (CD3OD) 6 ppm: 
10 1.33 (3H, t, J=7. 1Hz), 1.74-1.92 (4H, m). 2.07 (6ft s), 2.60-2.73 (2H, 
m), 2.89-2.95 (2H, m), 3.47 (2H, s), 4.26 (2H, q, J=7. 1Hz), 4.85 (1H, 
s), 5.95 (1H, d, J=8. 6Hz), 6.39 (1H, d, J=8. 6Hz), 7.28 (2H, s), 9.15 

(1H, s) 

15 2, 3, 5- hU^OD-4- (4-fc FD*v— 3 — fyyoHJl/7iy^ 
~» ?D>7-U Hi?X^;i/ 2 2) 

'H-NMR (CDC 1 3 ) 6 ppm : 

1.23 (6H, d, J=6. 9Hz), 1.35 (3H, t, J=7. 1Hz), 3.18 (1H, heptet, J=6. 9H 
z), 3.56 (2H. s), 4.30 (2H, q, J=7. 1Hz), 4.88 (1H, s). 6.37 (1H, dd, J 
20 =3.0, 8. 7Hz), 6.63 (1H, d, J=8. 7Hz), 6.81 (1H, d, J=3.0Hz), 8.58 (1H, 
s). 10.07 (1H, s) 

4- (4-fcFD^v-3-<V7'Pt!;i'7x/^» -2, 3, 5 - HJ * 
p y?~ u Hmx^jl. 2 3 ) 
25 ^-NMR (CDCI3) <5 PPm: 

1.22 (6H, d, J=6. 9Hz), 1.34 (3ft t, J=7. 1Hz), 2.08 (6ft s), 2.20 (3H, 
s), 3.17 (1H, heptet, J=6. 9Hz), 3.51 (2H, s), 4.28 (2H, q, J=7. 1Hz), 4. 
450H, s), 6.26 (1H, dd, J=3. 0, 8.6Hz), 6.57 (1H, d, J=8. 6Hz), 6.75 (1 
ft d, J=3. 0 Hz), 7.50 (1H, s). 9.04 (1H, s) 
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2, 3, 5-hU^DD-4- (4-k Ho^rS/- 5, 6, 7, 

Hp— l -l-yf-jvtt's) vp>7x>j «x^;i/ (fl?&*&2 4) 

J H-NMR (CDC 1 3 ) 6 ppm : 

5 1.35 (3H, t, J=7. 1Hz), 1.79-1.91 (4R m), 2.63-2.72 (2H, m). 2.87-2.94 

(2H, in), 3.55 (2H, s), 4.30 (2H, a, 1=7. 1Hz), 4.53 (1H, s), 6.02 (1H, 

d, J=8. 7Hz), 6.44 (1H, d, J=8. 7Hz), 8.57 (1H, s), 10.01 (IE s) 

io 4- (4-t Fn+y- 3— f yyatf;i/^>if>x;^-;i/) -3, 5-^ 

^^VP>7-U HKX^W (fc£tl2 5) 

4- (4-fc>n^>-3— ry^Ptf;P7xx;px;i/7rx;w -3, 5 
m-^ODlSlfl6 5mgjD^., SSiCT2 'OI$IEft#Lfc. 

Aft, Iffllb, »y'J^M7A^DYh^77^- (*W»«E: 
^^r1t>-^X^Jl/) fcTfJMttU 4- (4-fcFn*v-3--fV7Dtf 
;P^>if>X;^x;i/) -3, 5-y^J^P>7- , JMlW5 1mg 
20 £#fc„ 

'H-NMR (CDC 1 3 ) 6 ppm : 

1.20 (6H, d, J=6. 9Hz), 1.32 (3H, t, J=7. 1Hz), 2.61 (6H, s). 3.21 (1H, 
heptet, J=6. 9Hz), 3.47 (2H, s), 4.26 (2H, q, J=7. 1Hz), 6.30 (1H, brs), 
6.74 (1H, d, J=8.5Hz), 7.30-7.44 (3H, m), 7.64 (1H, d, J=2.3Hz), 9.44 
25 (1H, s) 

4- C3- C (4-7Mn7x-^) fcKP^»3VW -4-kHD+y 
7i/^» -3, 5->^3Mt/7P>7X'J F^X3MU (ik&®2 6) 
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nm2 2 tiLZ]}n?L, ^izximmmwvtco K^m^m^A- C3- (4 

-7;M-n^>\AOI/) -4-bFn+>'7xy^» -3, S-v'^jV? 

CTMMbT> 4- [3- [ (4-7Mn7i-JW bHD^v^^ 
10 Jl/) -4-bl«n^>7x;^y) -3, B-^fiWO^'Jhllf 
JH8mgS#L 

1 H — NMR (CDC 1 3 ) (5 ppm: 

1.32 (3H, t, J=7. 1Hz), 2.04 (6H, s), 3.42 (2H, s), 3.52 OR d, J=3. 5H 
z), 4.25 (2H, q, J=7. 1Hz), 5.84 (1H, d, J=3.5Hz), 6.36 (1H, d, J=3. OH 

15 z). 6.51 (1H, dd, J=3. 0, 8.8Hz), 6.73 (1H, d, J=8. 8Hz), 6.98-7.03 (2H, 
m), 7.23 (2H, s), 7.28-7.33 (2H, m), 7.50 (1H, s), 9.17 (1H, s) 

20 4 — C3 — C (4-7Jl/tD7x-JW fcFn^v'^WM -4-tFn^^ 
^>>W -3, S-y^fJVTD^T^UFtXfJl/ (ik$®27) 
X H-NMR (CDC 1 3 ) 6 ppm: 

1.33 (3H, t, J=7. 1Hz), 2.15 (6H, s). 3.14 (1H, brs), 3.45 (2H, s), 3.8 
; 5(2H, s), 4.26 (2H, q, J=7. 1Hz), 5.87 (1H, s), 6.46 (1H, d. J=1.8Hz), 

25 6.76 (1H, d, J=8. 3Hz), 6.81 (1H, dd, J=l. 8, 8.3Hz), 6.98-7.04 (2H, m), 
7.21 (2H, s), 7.25-7.31 (2ft m), 7.56 (1H, brs), 9.08 (1H, s) 

4- C3- (A-yh-tU^y^lV) -4-tFD^'>7x;+y) -3, 5 
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-i?^5 ; KD>7-<Jmif;i' (fl^»2 8) 

4- [3- C (4-7;WD7x-;i/) tFn^y^JW -4-bFn* 
v7x;^>] -3, 5-^yd>7-IJHSIi^7 13. 5mg£ 
x*y-;n 0mLI;g|U ^T10^7^|«|7 0 Om 

3Jfc£«ffiaMgU 4- [3- (4-^;^a^>v;W -4-bHD^>7 
xy+S/] -3, 5-y^^D>7->J Fix^6 2 OmgS#fc 0 ' 
1 H — NMR (CDC 1 3 ) 6 p pm : 

1.33 (3H, t, J=7.1Hz), 2.08 (6ft s), 3.46 (2ft s), 3.87 (2ft s), 4.26 
10 (2ft q, J=7.1Hz). 6.41 (lft dd, 1-8.0, 8.7Hz), 6.56 (1ft d, J=3. 0Hz), 
6. 64 (lft d, J=8.7Hz), 6.88-7.01 (2ft m), 7.08-7.23 (2H. m). 7.27 (2H, 
s), 9. 15 (lft s) 

15 4- (4-tFD^>-3- (2-tFD+y^>^j W 7l y^] _ 3> 
5-y^^l/7D>7ziJ m (IM2 9) 
4- (4-tFn^>-3- (2-* h^y^MJD 7xy^>] -3, 

U -7 8X:iZTlM=M:ik*,0m<Dmk*?U>®Wi8 0 0 uLZmTLfc 
*^U>7?m&Vtz. a fil^2mo 1 /L*»fcXUfe»bfc«, 2mo 1 / 

MCTlttCWcl, ^y^I/>-y^y-^ (20 : 1) S^ttTAb 
WLfc. tiil««T^y») A ^ ii) «JEW6U 4- C4-k 
25 HD+5/-3- (2-tKn*^>\AOl,) 7x;+y) -3, 
;^D>7ZU Hi? 2 4mgS#fe. 
'H-NMR (CDC 1 3 ) <5 ppm: 

2.15 (6H, s). 3.52 (2H, s), 6.83-6.87 (lft id), 6.93 (lft brs), 7.01 (2 
ft brs), 7. 02-7.08 (2ft m). 7.25 (2ft s), 7.46-7.54 (2ft in). 8.20 (lft 
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s), 10.05 (1H s), 10.67 (IE s) 
H»J 1 0 

5 -3, 5-W;KQ>7-'JHft 

4- (4-7h*v-3- C2- (2-^h+y7x-JV) X3\>W 7x7 
-3, 5 -> ? ^5 1 ;^P>7-U H^X^3 5mg^fb^^l/>2 
mLCg^L, —7 8 1 CI 1 MHM^yiOlft^^I/^^ 8 0 0 L 
**Tb«:«, &fflfcTH!feft#b&. EJ&«£*bfcx*/-;P2 OmL£Jq 

o 1 /L7m4tj-b l JV&7kmM3mL$:])nx., 6 0t:tCT3 0#Hft#bfc o 

K^I^^MEiil, #f.nfc^S(ci7K^Jn^, fttif;i/Tifetb&.. 

T^^y^ATM, MJEEttBU 4- [4-tFn+y-3- C2- (2 

is -kKD+->7i-;w x^;w 7i;^» -3, 5-^^?d>7- 

2 H— NMR (CDC 1 3 + CD3OD) 6 p pm : 

2.09 (6H, s), 2.70-2.83 (4H, m), 3.46 (2H, s), 6. 44-6. 52 (2H, n), 6.72 
OR d. J=8.4Hz), 6.78-6. 85 (2H, m), 7.07-7.12 (2H, in), 7.26 (2H, s) 

20 

nmm 1 1 

4- (4-tHD^y-3Wy7 , DWV7i;^» -3, 
0>TXU m*?)l (fc£*3 1) 
4- (4-757-2, 6-y^^7i/+y) — 2 — < V 7°P \f.)V7 x. 
25 ;-JH8 8mgt7D>8^^5 2 Omg£l 1 O'CtCT-^H^bfco 
£J&2I£«&&«JE«#U iI^y'J*yM7A^D-?h^77^- (Jgtfj 
: M 1 * >-BBx3 1 ;W fcTSMBU 4- (4 -fc Fn*~>- 3 y 
^ntr;U7x7^^) -3, 5-^5 L J^D>7- l J Fi^^H 5 3rag 



WO 01/85670 



PCT/JPOl/03499 



90 

! H-NMR (CDC 1 3 ) <5 ppm: 

1.21 (6H, d, J=6. 9Hz), 2.10 (6H, s), 3.17 (1H, heptet, J=6. 9Hz), 3.49 
(s, 2H), 3.81 (s, 3H), 4.81 (s, 1H). 6.29 (1H. dd, J=3. 0, 8.6Hz), 6.59 
(1H, d, J=8. 6Hz), 6.72 (1H, d, J=3. 0Hz), 7.28 (2H, s), 9.09 (1H, s) 

5 

mmm 1 2 

4- (4-tFo^v-3-<yyntf;p^xy+v) -3, 
P>7-U m^>PJV (fc&M3 2) 
10 X H-NMR (CDC 1 8 ) 6 ppm: 

1.21 (6H, d, J=6. 9Hz), 2.10 (6H, s). 3.16 (1H, heptet, J=6. 9Hz), 3.52 
(2H, s), 4.55 OR s), 5.24 (2H, s), 6.30 (1H, dd, J=3. 0, 8. 6Hz), 6.59 
(1H, d, J=8. 6Hz), 6.72 (1H, d, J=3.0Hz), 7.26 (2H, s), 7.33-7.42 (5H, 
m) 

15 

4- C3- (3- (2-*M^yX^) -4-hFQ^>7i 
y^5>3 -3, 5-y/^l/YD>7^U Fi^fJl/ (M3 3) 
1 H — NMR (CDC 1 3 ) 6 ppm: 

2.07 (6H, s), 2.61 (2H, t, J=7. 8Hz), 2.89 (2H, t, J=7.8Hz), 3.48 (2H, 
20 s), 3,80 (3H, s). 3.86 (2H, s), 6.48 (1H, d, J=3. 0Hz), 6.49 (1H, dd, J 
=3.0, 8. 3Hz), 6.65 (1H, d, J=8. 3Hz), 7.00-7.02 (3H, m), 7.16-7.21 (1H, 
m), 7.24 (2H, s), 9.09 (1H, s) 

mmm 1 3 

25 4- (4-tHD^i/-3--ryyatr;i/^>\/-i';w -3, 
n>7~i) mx.^)i> ({t£fl3 4) 

4- (4-^>v;lAt+->- 3— tVZfU)d)VKy^^ )V) -3, 
?JV7D>7iiJ mx^;i/3 8mgMlfJH OmLMl, 1 0% 
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IftBLT 3 RtPdMI^Lfco *»*£33c«, 3«*«JEE»«U 4- (4-tH 

d^'>-3— - rv7°ptf;i/^>^;i/) -3, 5-^?;kd>7^u h» 

X^;P£2 8mg#fco 
'H-NMR (CDC 1 3 ) <5 ppm : 
5 1.25 (6H, d, J=6. 9Hz), 1.34 (3H, t, J=7. 1Hz), 2.08 (6H, s), 3.23 (1H, 
heptet, J=6. 9Hz), 3.50 (2H, s), 4.28 (2H, q, J=7. 1Hz), 6.32 (1H, brs), 
6.72 (1H, d, J=8. 3Hz), 7. 27 (2H, s), 7.32 (1H, brs), 7.86 (1H, brs), 
9. 30 (IE s) 

io mmmi4 

4- [3- (4-7)V-*U^yz?)V) -4-kHn^^w;W -3, 5- 
^^KD>7-U HKX^P (<fb£#l3 5) 

4- (3- (A-yfr-tUiy^M M -4-tHn^rM>^H -3, 

5- ^WD>7-'J HtlfJP9mg«^fl/>3mLI»l, 
15 h'JXfjk>7>15. 5/iL*5«k^hU7;^P»M3mL*iin7Lfc^ 7 

20 (MH^ : A+tfS'-IHfcX^W fcTfcfibT, -4- C3- (4-7;M* 
n^>v;u) -4-kHn^>^) -3, 5-y^^7P>7-U F 
$?X3 r -;i/4mg£#£ 0 
'H-NMR (CDC 1 3 ) <5 ppm : 

1.33 (3H, t, J=7. 1Hz), 2.20 (6H, s), 3.46 (2H, s), 3.87 (2H, s), 3.90 
25 (2H, s), 4.26 (2H, q, J=7. 1Hz), 4.52 (1H, s), 6.63 (1H, d, J=8. 2Hz), 6. 
69 (1H, dd, J=2. 1, 8. 2Hz), 6.74 (1H, d, J-2. 1Hz), 6.93-6.96 (2H, m), 7. 
09-7.13 (2H, m). 7.25 (2H, s), 9.07 (1H, brs) 



nmm 1 5 
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3, 5-y^Dt-4- (4-kHD^->-3— rV7°Ptf;P7xy^v) t 
D>7-U KRX3\fc (fc£#/3 6) 

4- (4-^>^^v-3-^V7°Ptf;P7xy^x) -3, 5-^7* 
P^Tx 'J>4 0 0mg», i MiWJ 3 ^Rio^lc «fc 0 , 

N- [3, 5-v7*P^B-4- (4-kFD^>-3- f V7°P If ;i/7x/ 
x) TD>7xU F&x^JH 1 9mg» 
L H— NMR (CDC 1 3 ) d ppm: 

1-20 (6H. d, J=6.9Hz), 1.32 (3H. t, J=7. 1Hz), 3.20 (IE heptet, J=6. 9H 
z), 3.49 (2H, s), 4.26 (2H, q, J=7. 1Hz), 4.80 (1H, brs), 6.35 (1H, dd, 
J=3.0, 8.7Hz), 6.64 (1H, d, J =8. 7Hz), 6.78 (1H d, J=3. 0Hz), 7.86 (2H, 
s), 9.49 (1H, s) 

(-) -4- C3- C (4-7^D7x-JW tHD^y^^) - 4 - 1 
HD^y7xy+y] - 3> 5 -^WD>Tz-j Mi^ (<ffc£#j3 
7) 

(-) -B-7PP^Vtfy^>7x-r;U#^>3. 7g^rh7hj>'0 
77>6mL«U -15<CKTjiirF> tfUv>l. 87mL^iTU 
S^^#J{C4- C3- (4-7/^D^>^j|,).-4-tHD^y7 
~ 3 ' 5-^^TD>7-'JFilf;P2. 28g0fh7t 
FP7?>j«6mL£ri§TU ^{CTl 6mmmftVtc 0 KfoM&m*- 
15tCTl#U 3 0%ii^zKS7jc6mL^iSTUfe. KfoM&WZ*T 

^MSry-'J^y;^^A7Px'h7/^7^- (MM: 'VH^-g^X^ 
KT*t§IU (-) -4- [3- C (4-7MD7xrjP) tFD^y 

-4-kFD*v7x/*>0 -3, 5-y^^Yo>7->JFi 
X5P;K). 3 1 5g£#£ 0 

1 H — NMR (CDC 1 3 ) <5 ppm: 
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1.33 (3H, t, J=7. 1Hz), 2.06 (6H, s), 3.45 (2E s), 4.26 (2H, q, J=7. 1H 
z), 5.87 (1H, s), 6.36 (1H, d, J=3. 2Hz), 6.54 (1H, dd, J=3. 2, 8. 8Hz), 
6.75 OH, d, J=8. 8Hz), 6.97-7.08 (2H, in), 7.22-7. 39 (4H, m), 9.12 (1H, 
s) 

5 

mmmi 7 

(+) -4- C3 - [ (4-7MD7xZJW tHD^^W -4-k 
10 |<D+y7i;^» -3, 5-i?^Wn>7-'J (ft^»3 
8) 

1 H — NMR (CDC 1 3 ) <5 p pm : 

1.33 (3H, t, J=7. 1Hz), 2.06 (6H. s), 3.44 (2H, s), 4.26 (2H, q. J=7. 1H 
z), 5.87 (1H, s), 6.36 (1H, d, J=3. 2Hz), 6.54 (1H, dd, J=3. 2, 8. 8Hz), 
15 6.75 OH, d, J=8.8Hz), 6.97-7.08 (2H, m), 7.22-7.39 (4H, in), 9.14 (1H, 
s) 

mmm 1 8 

4- (3 - C (4-7MP7I-JW kFD+^fJW -4-kFP^> 
20 7x7+y] -3, 5-y^WP>7-'JFi (IM3 9) 
4 — C 3 - C (4-7JVto7x-JV) kHn+y^^W 
y7x;^» -3, 5-'^fKD>7=U MlfiH, 4 0gCI^ 
OmLt lmo 1 /L*fcfc^hU £A*jlM*2 OmL£flB;L, T;V 

S&g, WEttHTU 4- C3- C (4-7MD7x^jW hF-n^f 
;W -4-tFo^>7x7+y) -3, 5 -^f;WD>7-U H» 1 . 
3 1 glifc 
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X H-NMR (DMSO-d 6 ) 6 ppm: 

2.01 (6H, s), 3.33 (2H, s), 5.70 (1H, d, J=4.0Hz). 5.87 (1H. d, J=4. OH 
z), 6.40 (IE dd, J=3.2. 8.8Hz), 6.64 (1H, d, J=8. 8Hz), 6.84 (IE d, J 
=3.2Hz), 7.01-7.13 (2H, m), 7.23-7.43 (4H, m), 9.07 (1H, s), 10.03 (1H, 
s), 12.60 (IE brs) 

2, 3, 5-hU^DD-4- (4-t: HP^Fv- 3 — ry^otfJI,7xy + 
~» ~?U>7-ym ({1^4 0) 

J H-NMR (CDC 1 s + CDgOD) 6 ppm: 

1.18 (6H, d, J=6.9Hz). 3.21 (IE heptet, J=6.9Hz), 3.44 (2E s), 6.26 
(IE dd, J=3.0, 8. 7Hz), 6.55 (IE d, J=8. 7Hz). 6.80 (IE d, J=3. 0Hz), 
8.40 (IE brs) 

3, 5-v7Dt-4- (4-t rV7°Dk 0 ;P7xy^5» t 
D>7-U m (IM4 1) 

1 H — NMR (CDC 1 3 + CD3OD) 6 ppm: 

1.20 (6E d, J=6.9Hz), 3.22 (IE heptet. J=6.9Hz), 3.47 (2H, s), 6.36 
(IE dd, J=3.0, 8.7Hz), 6.63 (1H, d, J=8. 7Hz), 6.77 (IE d, J=3. 0Hz), 
7.86 (2H, s) 

4- (4-tFD^y-3-<y^Dt>7xy^y) -2, 3,.5-hU* 

f;KD>7Zl'J m 4 2) 

1 H— NMR (CDC 1 3 + CD3OD) 6 ppm: 

1.19 (6E d, J=6.9Hz), 2.07 (6H, s), 2.18 (3E s). 3.24 (1H, heptet, J 
=6.9Hz), 3.49 (2E s), 6.21 (IE dd, J=3. 0, 8. 6Hz), 6.63 (IE d, J =8. 6 
Hz), 6.71 (1H, d, J=3.0Hz), 7.40 (1H, s) 
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4- (4-fc FP+S'-S— f V^Ptf^- 2-* S^>7x;^» -3, 
'H-NMR (CDC 1 3 + CD3OD) 6 p pm : 

1.39 (6H, d, J=7. 1Hz), 2.09 (6ft s), 3.46 (2H, s), 3.55 (1H, heptet, J 
5 =7. 1Hz), 3.96 (3H, s), 5.93 (1H, d, J=8. 8Hz), 6.25 (1H, d, J=8.8Hz), 7. 
29 (2E s) 

2, 3, 5-h'J^DD-4- (4-bHP^->-5, 6, 7, 8-fh7t 

10 1 H— NMR (CDC 1 3 + CD3OD) <5 ppm: 

1.70-1.85 (4H, m), 2.60-2.72 (2H, n), 2.78-2. 88 (2H, m). 3.42 (2H, s), 
5.92 (lft d, J=8. 7Hz), 6.34 (1ft d, J=8. 7Hz), 8.36 (1ft s) 

4- (4-kHn^y-3- (6-^V-l, 6 -5>fc h*P fcPJ ?V>- 3 
15 — - OVt^JV) 7i/+y) -3, 5-y^fKD>7^'J H» «t£*&4 

: H — NMR (CDC 1 3 + CD3OD) 5 ppm: 

2.07 (6ft s), 3.45 (2ft s), 3.85 (2ft s), 6.46-6.53 (3H, m), 6.70 (lft 
d, J=8. 6Hz), 6.85 (lft d, J=9. 7Hz), 7.25-7.30 (3ft m) 

20 

4- (4-th'D^y-3- [2- (4-rh7k HPt?7-;W X5P;W 7 

-3, 5-^WD>7-'JHK (ffc£$J46) 
1 H — NMR (CDC 1 3 ) <5 ppm : 

1.23-1.34 (2ft m), 1.45-1. 53 (3H, m). 1.61-1.68 (2H, m), 2.10 (6ft s), 
25 2.51-2.57 (2ft m), 3.32-3.40 (2ft m), 3.46 (2ft s), 3.92-3.98 (2H, m), 
6.38 (1H, dd, J=3.0, 8. 7Hz), 6.52 (1H, d, J=3.0Hz), 6.61 (1H, d, J=8. 
7Hz), 7.29 (2H, s) 

4- (4 - b F D+y - 3 - 'f V^D t'M>^^) -3, 5->^ 5^1/7 
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□ >T-U m (KG® 4 7) 

'H-NMR (CDC 1 3 + CD3OD) 6 ppm: 

1.22 (6H, d, J=6.9Hz), 2.10 (6H, s), 3.27 (IE heptet, J=6. 9Hz), 3.46 
(2H, s), 6.73 (1H, brd, 1=8. 4Hz), 7.28 (2H. s), 7.35 (IE brs). 7.79 
5 (IE brs) 

4- (4-h f vynH;K>yJW -3, 

'H-NMR (CDC 1 3 + CD3OD) 6 p pm : 
10 1.19 (6H, d. J=6.9Hz), 2.21 (6H, s), 3. 19 (IE heptet, J=6.9Hz), 3.46 
(2H, s), 3.91 (2H, s), 6.51 (1H, dd, J=2. 0, 8.1Hz), 6.58 (1H, d, J =8.1 
Hz), 6.91 (1H, d, J=2.0Hz), 7.23 (2H, s) 

4- [3- (4-y)l^U^>^M)V) -4-hHD^^>>>VW -3, 5 

15 -> f ^^;^n>7-g m (it^4 9) 

'H-NMR (CDC 1 3 ) 6 ppm: 

2.20 (6H, s), 3.53 (2H, s), 3. 92 (2H, s), 6.97 (1H, d, J=8. 5Hz), 7.07- 

7.17 (3H, m), 7. 15-7.23 (3H, a), 7.53-7.62 (2H, m), 8.25 (1H, brs), 11. 
68 (1H, s) 



20 



25 



4- C3- C (4-7JWD7x-Jl/) kFD^^W -4-tFo^y 
^>v;W -3, 5-v^5P;K?0>7-'J F$? (fc&W50) 
'H-NMR (CDC 1 3 + CD3OD) 6 ppm: 

2.15 (6E s), 3.43 (2H, s), 3.85 (2H, s), 5.84 (1ft s), 6.51 (1H, d, J 
=1.4Hz), 6.72 (1H, d, J=8.3Hz), 6.76 (IE dd, J=l. 4, 8. 3Hz), 6.96-7.03 
(2E m), 7.20 (2H, s), 7. 25-7.33 (2E m) 

4- C3- (4-7)\ / j r u^>V)V) -4-hFD^>y^] - 3> 5 _ 
y^^?n>7->j m (ft-^5 1) 
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l H-NMR (CDC 1 3 + CD3OD) 6 ppm: 

2.19 (6H, s), 3.44 (2H, s), 3.87 (4H, s), 6.63 (2H, s), 6.70 (1H, s), 
6.90-6.96 (2H ( m), 7.10-7.17 (2H, m), 7.23 (2H, s) 

5 4- (3- (4-7MD7x/^y) -4-tFo^>7x/^y) -3, 
5-^^^;^P>7^U m «t£tl5 2) 
1 H — NMR (CDC 1 3 + CD3OD) 6 ppm: 

2.04 (6H, brs), 3.40 (2H, brs). 6.27-6.38 (2H, m), 6.80-7.03 (5H, m), 
7.20-7.30 (2H, brs) 

4- C [3 - (4-y)V^uy^y^y) -4-fcFD^y7x-JI/) bFo 
^pWW -3, 5-z?*9-)V?U>T~V m tfb£$l5 3) 
1 H — NMR (CDC 1 3 + CD3OD) <5 ppm: 

2.23 (6H, s), 3.43 (2H. s), 6.17 (1H, s), 6.76-6.79 OH, m), 6.89-6.93 
15 (4H, m), 6.93-7.01 (2H, m), 7.19 (2H, s) 

4- C3- (4-7MD7x;^y) -4-k Fn*y^>'») -3, 5 

1 H — NMR (CDC 1 3 + CD3OD) <5 ppm: 
20 2.19 (6H, s), 3.42 (2H, s), 3.87 (2H, s), 6.55 (1H, d, J=2. 0Hz), 6.60 
(1H, dd, J=2. 0, 8.3Hz), 6.85 (1H, d, J=8. 3Hz), 6.86-6.92 (2H, m), 6.94 
-7.02 (2H, m), 7.22 (2H, s) 

4- C4-fcKD^>-3- (4-rh7t Hotf7-;P^^) 7i/ + 
25 >/] -3, 5-y^^TD>7^U Hi (^tl5 5) 
1 H — NMR (CDC 1 3 + CD3OD) <5 ppm: 

1.73-1.84 (2H, m), 2. 02-2. 10 (2H, m), 2.11 (6H, s), 3.45 (2H, s), 3.54 
-3.61 (2H, m), 3.95-4.03 (2H, m), 4.38-4.47 (1H, m), 6.12 (1H, dd, J=2. 
8, 8. 7Hz), 6.48 (1H, d, J=2. 8Hz), 6.75 (1H, d, J=8.7Hz), 7.29 (2H, s) 
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4- [4-hFD^>-3- (4-^h^t:HPhf7-;i/^v) ^>$?;M 
-3, 5-y7^TD>7-U m (fc&to5 6) 
l H-NMR (CDC 1 8 ) 6 p pm : 

1.68-1. 78 (2H, b), 1.93-2.02 (2H, m), 2.21 (6H, s), 3.45 (2H, s), 3.50 
-3.56 (2H, m), 3.92 (2H. s), 3.93-3.99 (2H. m), 4.33-4.38 (1H, m), 6.4 
6 (1H, brd, J=8.2Hz), 6.52 (1H, brs), 6.78 (1H, d, J=8. 2Hz), 7.26 (2H, 
s) 

4- (4-t;KP^>-3- (2-^h^^>y<;W) 7i7 + y) -3, 

5- ^^^;i/ < TP>7^U Hi! (1k-et®5 7) 
'H-NMR (CD3OD) 5 ppm: 

2.11 (6H, s), 3.41 (2H, s), 3.71 (3H, s), 6. 68 (1H, d, J=3. 0Hz), 6.78- 
7.00 (3H, ni), 7.02-7.12 (1H, m), 7.23-7.37 (3H, m), 7.44-7.55 (1H, m) 

4- [3- [3- (2—ft)V$*=sx.3-)V) ^>v;w -4-tFn^>7 X 

7+5>] -3, 5-y^fjl/TD>7^'JFi (f^tl5 8) 
1 H — NMR (CD3OD) (5 ppm: 

2.02 (6H, s), 2.53 (2H, t, J=7. 7Hz), 2.83 (2H, t. J=7. 7Hz), 3.82 (2H, 
s), 6.31 (1H, d, 1=3. 0Hz), 6.41 (1H. dd, J=3. 0, 8.6Hz), 6.67 (1H, d, J 
=8.6Hz), 6.93-7.05 (3H, m), 7.08-7.18 (1H, m), 7.26 (2H, s) 

4- (4-tFo + y-5 > 6, 7, 8 -f h7t FD- 1 -t7 

-3, 5-y^fJKP>7^U Hi? Wt^«l5 9) 
*H — NMR (CD 3 OD) 6 ppm: 

1.73-1.88 (4H, 1), 2.05 (6H, s), 2.59-2.61 (2H, m), 2.78-2.88 (2H, m), 
3.42 (2H, s), 5.86 (IE d, J=8. 7Hz), 6.35 (1H, d, J=8. 7Hz), 7.30 (2H, 
s) 
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4- (3- (2 —>^o^*v;i/X^;v) -4-kFa^>7i;+^) -3, 

5- ^f;V70>7-'J (^^6 0) 
1 H — NMR (CD 3 OD) 6 ppm: 

0.81-0.98 (2H, 1), 1.08-1.47 (6H, m), 1.56-1.80 (5H, m), 2.08 (6H, s), 
5 2.51 (2H, t, J=7. 8Hz), 3.43 (2H, s), 6.37 (1H, dd, J=3. 0, 8. 6Hz), 6.4 
2 (1H, d. 1=3. 0Hz), 6.62 (1H, d. J=8. 6Hz), 7.31 (2H, s) 

4- [3- (4-7Mn^>i?;W -4-tFo+y7i;^» -3, 5 

-v*3-)V^uyy-v YW. (\k%m§ i) 

10 1 H — NMR (DMSO-d 6 ) 6 ppm: 

1.99 (6H, s), 3.32 (2H, s), 3.79 (2H, s), 6.32 (1H, dd, J=3. 1, 8. 6Hz), 
6.53 (1H, d, J=3. 1Hz), 6.68 (1H, d, J=8. 6Hz), 7.00-7.13 (2E m), 7.14 
-7.27 (2H, m), 7.32 (2H, s), 9.06 (1H, brs), 10.07 (1H, s) 

15 4- (3- (4-7;l/^D^>y-f;|/) -4-tFD*y7xy+y] -3, 
5 - V* O >7- U H* 6 2) 

X H— NMR (DMSO-d 6 ) 6 ppm: 

2.05 (6H, s), 3.32 (2H, s), 6.62 (1H, d, J=2. 7Hz), 6.80-6. 95 (2ft m), 
7.25-7.42 (4H, m), 7.68-7.82 (2H, m), 9.82 (1H, s), 10.04 (1H, s), 12. 
20 61 (1H, s) 

4- [3- {2-=y>7Us\*is)V- 1 - kHa^yl^V) -4-hFP+y 
7i7^y] -3, 5-^fMP>7r'JKt 3) 
X H — NMR (DMSO-d 6 ) 5 ppm: 
25 0.75-1.85 (13ft m), 2.02 (6H, s), 3.33 (2H, s), 4.78-4.93 (1H, m), 6.3 
8(1H, dd, J=3.2, 8.7Hz), 6.62 (1H, d, J=8. 7Hz), 6.70 (1H, d, J=3. 2Hz), 
7.33 (2H, s), 8.85 (1H. s), 10.02 (1H, s), 12.61 (1H, brs) 

2-7;i/^-a-4- (4-t:HP + v-3-'1'V^Otf;i/7x/^-» -3, 
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1 H— NMR (CDgOD) <5 ppm: 

1.15 (6H, d, J=6.9Hz), 1.95-2.12 (6H, m), 3.23 (1H, heptet, J=6.9Hz), 
3.51 (2H, s), 6.28 (1H, dd. J=3. 0, 8.4Hz), 6.56-6.68 (2H, m), 7.69 (1H, 
5 d, J=8.6Hz) 

4- C4-k 3 - (4-T-h^kFotf^-;i/^^;i/) 7x/* 

>0 -3, 5-y^^7D>7-'J Ft (ft^6 5) 

X H — NMR (DMSO-d 6 ) 6 ppm: 
10 1.05-1.28 (2a 1), 1.37-1. 50 (2H, m), 1. 65-1. 80 (1H, m). 2.02 (6H, s), 
2.38 (2H, d, J=7. 1Hz), 3.11-3.26 (2H, m), 3.33 (2ft s). 3.70-3. 85 (2ft 
m), 6.34 (1H, dd, J=3. 1, 8. 7Hz), 6.42 (IE d, J=3. 1Hz), 6.66 (ia d, 

J=8.7Hz), 7.33 (2ft s). 8.86 (1ft s), 10.03 (1H, s), 12.55 (1H, brs) 

15 4- [4-kFD=^>-3- [2- (3-Th7hFP77-;W 7 
-3, 5-^^-?D>7-'JFI (4b£t>6 6) 
1 H— NMR (DMSO— d 6 ) 6 ppm: 

1.35-1.61 (3H, m), 1.84-2.15 (8H, m), 2.30-2. 65 (2H, m), 3.12-3.26 (1H, 
m), 3.33 (2E s), 3.48-3.80 (3a m), 6.32 da dd, J=3. 1, 8. 7Hz), 6.48 
20 (1H, d, J=3.1Hz), 6.65 (1H, d, J=8.7Hz), 7.33 (2H, s), 8.88 (1H, s), 
10.03 (ia s), 12.63 (ia brs) 

4- (4-hFD^>-3- <V~fn\i)\>j^-fr7,fr'7T-)\>) -3, 5- 
v7?Ko>7-'J m 7) 
25 *H — NMR (DMSO-d 6 ) d ppm: 

1.07 (6H, d, J=6. 9Hz), 2.34 (6a s). 3.11 (ia heptet, J=6.9Hz), 3.35 
(2a s), 6.50 (1H, dd, J =2. 4, 8. 4Hz), 6.63 (ia d. J=8. 4Hz), 6.83 (1H, 
d, J=2. 4Hz), 9.26 (ia s), 10.16 (ia s), 12.60 (1H, brs) 
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4- (4-kFn^>- 3 — (V7u¥)V1>i£>X)l>*-)V) -3, 5-5? 

^WD>7-'J Hi? 8) 

1 H — NMR (DMSO-d 6 ) 6 ppm:. 

1.15 (6H, d, J=6.9Hz), 2.53 (6H, s), 3.20 (lH, heptet, J=6. 9Hz), 3.36 
5 (2H, s), 6.95 (1H, d. J=8. 5Hz), 7.34-7.50 (3H, m), 7.55 (1H, d, J=2. 4H 
z), 10.37 (1H, s), 10.51 (1H, s), 12.65 (1H, brs) 

4- (4-kFo^>- 3--TV7°Pt:;i/7xy^v) -3, 
D>7-U HI? «t£tl6 9) 
10 1 H — NMR (CDC 1 g + CDgOD) 6 ppm: 

1.90 (6H, d, J=6.9Hz), 2.10 (6H, s), 3.21 (1H, heptet, J=6. 9Hz), 3.46 
(2H, s), 6.26 OH, dd, J=3. 0, 8. 7Hz), 6.59 (1H, d, J=8. 7Hz), 6.71 (1H, 
d, J=3.0Hz), 7. 27 (2H, s) 

15 MffiM2 0 

4- C3- C (4-7MD7i^) tFU^st^l) -4-bFD + y 
7i;^>] -3, 5-5?^^;i/TD>7-U Fi^hU^A (ft£^7 0) 

4- C3- C (4-7MD7I-JW hFa^>pWW -4-tHn^r 
^iZ+v') -3, 5-^fJKn>7-UHtX5 1 Jl/2. 2 8g£** 
20 /-;i/2 OmLlCit^U lmo l/L7jci?{b^hU^A7K^2 OmLSriP 

l/L7kmfl^HJ?A7K^4. 3mLJ!lP^> ^&£MEE^£U 4- [3 
25 - C (4-7MD7x-^) fcFD+S/jWW -4-bFD^>7x/ + 
-3, 5-5?^^;i/^n>7nU H^hU^Al. 53g£#fc. 
l H-NMR (DMSO-d 6 ) 6 ppm: 

1.99 (6H, s), 2.87 (2H, s), 5.86 (1H, s), 6.37 (1H, dd, J=3. 0, 9.0Hz), 
6.64 (1H, d. J=9,0Hz), 6.80 (1H, d, J=3.0Hz), 6.98-7.12 (2H, m), 7.20 
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-7.38 (4H, m), 12.23 (1H, s) 
nMM2 1 

5 4- [3- C (4-7MD7I-JW kFD^>>^f;|/] 

7x^y) -3, 5-y^JKD>7-'JHi*'J^ «fr&«l7 1) 
X H-NMR (DMSO-d 6 ) (5 ppm: 

1.99 (6H, s), 2.84 (2H, s). 5.88 (1H, s), 6.38 (IE dd. J=3. 1, 9.0Hz), 
6.67 (1H, d, J=9. 0Hz), 6.84 (1H, d, J=3. 1Hz), 7.00-7.15 (2H, m), 7.24 
10 -7.40 (4H, m), 12.48 (1H, s) 

(-) -4- [3- C (4-7MD7i-JW tFo^^JW -4-h 
h'D^>7x/+y] -3, 5-^^?n>7-'JFIth'J7A 
®7 2) 

15 X H — NMR (DMSO-d 6 ) 3 ppm: 

1.99 (6H, s), 2.90 (2H, s). 5.71 (1H, s), 5.87 (1H, s), 6.39 (1H, dd, 
J=3. 1, 8. 6Hz), 6.66 (lft d. J=8.6Hz), 6.84 (1H, d, J=3. 1Hz). 7.00-7.15 
(2H, i), 7.23-7.40 (4H, m), 9.22 (1H, brs), 12.14 (1H, brs) 

20 ( + ) -4- [3 - [ (4-7MD7I-JW kHn+y^^W -4-h 
Fn^>7x7+y) -3, 5-^f;l/7D>7^'J Kilth'i^ (rt^ 

mi 3) 

1 H — NMR (DMSO-d 6 ) 5 ppm: 

1.99 (6H, s), 2.93 (2H, s), 5.71 (1H, s), 5.87 (1H, s). 6.39 (1H, dd, 
25 J=3. 1, 8. 6Hz), 6.65 (1H, d, J=8. 6Hz), 6.84 (1H, d. J=3. 1Hz), 7.00-7.15 
(2H. m). 7.23-7.40 (4H, m), 9.18 (1H, brs), 11.99 (1H, brs) 

mum 2 2 

¥7, [4- (3- [ (4-7MD7xr:JW kFD+y^^W -4-kF 
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4- C3- C (4-7;i/tD7i^) tFn^^^Jl/] -4-fcFD* 
^i;^) -3, 5-v^^;^D>T-U WO. 3 5 8 g<h7kIHb# 
5 J^7A3 0mg^^;-^3 OmLtCiPx., ^tcT2B#TO^bfc. S 
Jft®^l£MJ£iliSgU tfT. (4- C3- C (4-7Mn7i^) bh'D 
-4-t Fn4 i ^7xy4 1 >'] -3, 5-^fKD>7ZiJ 
^;l->^ A 0 . 3 7 0 g 

1 H — NMR (DMSO-d 6 ) 6 ppm: 

10 1.99 (6H, s), 3.04 (2H, s), 5. 71 (1H, s), 5.87 (1H, s), 6.40 (1H. dd, 

1=3.1, 8.6Hz), 6.65 (1H, d, J=8. 6Hz), 6.82 (1H, d, J=3. 1Hz), 7.00-7.15 

(2H, m), 7.23-7.43 (4H, m), 9.17 (1H, brs), 11.21 (1H, brs) 

H»!J2 3 

15 4 — C 3 — C (4-7M0 7X-J1/) kFD^y^fJW -4-kh'D + y 
7x;^V) -3, 5-yWD>7-'J^fJK^ft7 5) 

4- C3- ( (4-7Mo7x-JW tFn^e/^^JW -4-kHP^ 
y7x7*y) -3, 5-y^^7D>7-'JFtth'J9A7 5 5mg& 
1 OmL(DM? S-Mzmfrh. 3*yfc*?-)l>0 . 1 2 3mL^jJPx., 40"C 

20 izx-mammwhtzo K^m^m^r^m.v. g^x^i/risfctjufco m 

h^77^- (JBn&tt : A^-y->-S^mx5 1 ;i/) UTillt, 4- (3- 
[ (4-7JVtn7xZJl/) tHD^y^f;H -4-th , D^>7x ; / + 
25 >0 -3, 5-^WD>7-U M^?M5 5mg#fc. 
1 H — NMR (CDC 1 3 ) 5 p pm : 

2.04 (6H, s), 3.30 (1H, d, J=3. 3Hz), 3.46 (2E s), 3.81 (3H, s), 5.86 
(1H, d, 1=3. 3Hz), 6.36 (1H, d, J=3.0Hz), 6.53 (1H, dd, J=3. 0, 8. 8Hz), 
6.75 (1H, d, J=8. 8Hz), 6. 98-7.04 (2H, m), 7.26 (2H, s), 7.28-7.34 (2H, 
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i), 7.38 (IE s), 9.07 (1H, s) 

(+) -4- [3- C kFD^^H -4-t 

Htt tfb£#f7 6) 

(+) -4- C3- C (4-7MD7i-jW fcFD+v^^J _ 4 _ 

io T»***fc. *steT«w»L, m&m*zmLT, c+) -4- C3- 

>0 -3, S-^j^PVy-UHiL-fD^j^Sl. llg* 

a H — NMR (DMSO-d.) <5 ppm: 

15 2.00 (6E s), 2.60-2.70 (1H, m), 2.81-2.92 (IB, in), 3.16 (2H, s), 3.45 

-3.57 (IE m), 5.71 (IE brs), 5.87 (1H, s). 6.39 (IE dd, J=3. 2, 8. 6H 

z), 6.60-6.80 (3E m), 6.84 (IE d, J=3. 2Hz), 6.97-7.44 (10E ■), 7.50 
OH, s), 9.14 (IE brs), 10.83 (IE brs) 

20 usm 1 

h-^;^ (9~i 3kg) tmMmo&mmmmxvtcv^yii^i, 

xXh«73-, HDL3l/7fn-M-fXK73-^bij^ijt7^ 
HE-rXh7D- (aJ^ttt*!* (ft) S) StUHl/OKal^D- 
(TO . HDL3l/XfD-J«^^hij^ijt7^Hi (TG) $ 
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#HDL3l'XfD-^ 



X 1 0 0 



wwivi&rm (%) = xioo 



mi] 





JM^HDL 
(ED 20 ii> nmol/Kg) 


(ED 20 {i> nmol/Kg) 


3 9 


0.8 1 


1.8 1 


6 9 


4.2 2 


46. 0 



10 



5M^^^-i77 h^7iir B mni/xxo-;^ (ce-2 

IIS3 0 0 nmo 1 /kg) T 1 B 1 0iPiJ4Ufc. »BR*K:tt, Httftfc 

5 %x37 y -;i/^r o . 5 JU3j?^">^^-fe;PD-^*JS*SS:#b^ e 

20 2 ( (*) Rifzvrm ) \zT7mm^htd&, s%x*;~-)v^o. 
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5mLSSn^., r^A^-«Dfe|, Fo 1 chtl 0mL£JJH*.T 
5 B^Ufco ^L^», ymm^\(D-»y7.J-^-^\Z^Ltc. HrfctCFo 1 

i-Atlfc. TItOAo 7t^7^^a-^{C^S^7K 2 raL ^nATil^ 

Tl:t^S$fL Fo 1 chIlmL«iU flgffz8J5£/B 03^ 

mil m m zmhThyt/v-t^ fmheu otbomm 1 g 

,^feD©hU^U-fe7< FfcJWabTMJ^U-fe^ HSTffittWlt 
15 DgE2] 





M^bU^U-fe^ F« (mg/JMIlg) 


1 


16.8 




3 3.9 




8. 1 



ffFIil^hU^U-fe^-r FiSTf^ffl^K^ (2) 
3tftKK-Ay (3 5-4 5 g, (&) B#^l/7gD £ 1 SIESTA 

20 (CE-.2 ( (&) B**l/7«> ) ^7g©^g|SiMTT^Wbfe 0 &iyg 

§*U lOmL/kgOM (M^#ia)*^e^i«3 Onmo 1/kg) 

-ei b im2mmmQ^btco nmmizte, mm\z5%jL^y-j^mo. 
25 t, Tff^mm^v^mjkvt^ jFrn^mu Ms*^^ufc 0 
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t^)^U\dUy^3.--f\Z^X^m<D-B <&2 0 0mg) fc£S*ift* 
5mLSrin^., r^XA-D-«im Folchll 0mL£*IQ;tT 

TCT^l^tfc. Fo 1 chtlmL«j|U JItflZll5M<Z)^:x^7lC 





rai^bU^U-fe^-r F* (mg/jrai g) 


ik&%)7 l 


2. 8 


OTP 


16.1 



15 s£IfcM4 

;i'^x^5 1 ;V-lr^P-^7K^T2 0^5|ftU 5mL/kgOMtl 0 

105 sf B m«p^4b7co »H8»^«, mmz5%jL$>;-)\>$%o. 

20 S^^^^v^^Hl^P-^TK^^^bTCo 2 ($1^ Jff 

m%MMT*&Z>V-#m j *y*i7'( H (I»i5fig/kg) £cfc^D 
(i^#i7 0 0mg/kg) ^^a^7jc{Cj§^U^, 
2. 5mL/kg©ffi*TliI^^L7io JFF«^ 2 4B#^fcX-T;^ 

25 1 0 0 0 SSR) KT$J^bfc„ 
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ALT (U/L) 


AST (U/L) 


30 nmol/kg 

it^e 9 

300 nmol/kg 


1 9 2 0 2 


2 6 7 2 3 
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